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^if^fZo y-yuy-ifyT.Ti-.^i.'i-^-W- -e0.32M v- 3 ||lS(5mM HEPES pH7.4, 
O.lmM EDTA=Sr^tf)-ei6X b n - .1,^ ^ X-T-S.^ h^lOOOXg 
X'20^Wi'M'L^^m LMh iXfz±.m ^ 12000 X gX20»m^'L-^m-t ^ oit^ ^8.5% 
Percoll(7 T ;P V -> Tt±)S-#tf0.32M-> 3 M?WTflgMlg^ •) 3ml t ^ J: 9 H 
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ShM<S-t-'5>c 10%Percollfcl6%Percoll*M L, ^(O±l,ZWB-M^t:C0-ti>o 1800 
0:<gX-20^m^'06^M.'t^o 10%Pe^coIli:l6%Pe^coll<7)#M<Ov':^7'^ V'-A^^r 
J^^-f-^o 10fga:<7)NaCl^^<S(145nM NaCU 5mM KCU 3mM MgCI 2 ^ lOmM 

glucose. O.OOlmM DTPA, lOmM HEPES pH7.4)T-^f'^ L > 15000Xg-e20^r^it'L^ 

ura2-AM^si^?iJt3;/Mi::5:^<t ^ izsnx., 3ox:x'3o^mm'SLm&-t ^ o -^v^-c. 

^ST-*^ <9 5i<^c7)Fura2-AM=£rNaCl^^^^-er5fe#|^* L , ^ y^^^ fi200// g/ml 

10 aL;^^NaClM^j&2mlCKItfk'&t/S:S^MlO~^Mi:^:;5J:dilJax.. 

^ >^j.^-->3 >i-;g)o Caa2(^^^^J^lmM)i3J;t/->:^•/^ V-Atin°plOO;^ 

&:^340*5 J: t>'380nm, M?^tS510nm)SC0^fL*ig^&t>(^?I.IJ^-r-l>o ^Ttfi^T)^ 
-fb:*^ ^ , KCmim Hi S V 7° h V*- A Hit A L;'^*^l/v't?A»^^ai-r-5.o 

FiTiin( A 1) Fmax( A 1) F( A 1) 
Rmin = Rmax = R = 



20 



Fmin( A 2) Fmax( A 2) F( A 2) 

R - Rmin Fmin( A 2) 
[C = K X X 



Rmax - R Fmax( A 2) 



25 F( A 1) : 340nm(^M?^Jt 
F(A2) : 380nm<7)M§^Jt 
K : Fura2-AM<7>j||^3e^ 224 

ISA] 
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56 
60 



94.6 
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20 ^m^mm-t^rzi6(DMBi(o:f]^ 

7-7 -f -(Ci5lt'5.iift{±> v';*y;l'60, No.7733 iSXX/B.Wry 

25 BW-127ZH (m±v'; vTfb^ttM) ^m^^f-zo 

Me : E t : -x^;!/, i p r : VT'nii;!/, P h : — 

1 (1) 
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L> -30t:T-1.6M<^2-^' noj:. h ^ v ^ Jl/T^^T- v"^7 Z. ^' n K<7)-r h v 11 K 

y -;H5.6g$rt#>2)o 
HMIJffl 1 (2) 

10 \-^y y\b]f- tyj^>-5-^ )\^-2-{l- ^ ^i^):£.ir y ~ }V2.59g =|- v ^ ;U X 

;^:^^-> K30tnUi-^ft?L, Clco^tSU^^Xt ;i/t:'^v v^'>'2.80g, B^itiJ 

nn;i^;i/A:j<^y-;b =40: 1 ) X'^m-t If . vA:|;>t<7)2-[2-(4-'^ > X t: K tT^ 
^ vV)a:. h^v]-l-^>y[b]^^-7i>-5--f ^U-l-i^S' y-;l/3.71g^t#'&o 
IR(KBr)cm':3448,2815,1451,l 117 
20 NMR(CDCI,)5'(i:2.3-2.9{10H,m).3.3-4.0(5H,in),4.25(lH,s),4."8-5.1(lH.in),7.1-7.7(l 
3H,m),7.7-8.0(2H,in) 
^Jfe^O 1 (3) 

2-[2-(4-'^ > X K 'j ;i. t° ^7 V y b ^ y[b]f-:t 7 jc ^-S-^ ;i/-l-Ji 

^ y -;l'3.70gSr|^m^-f-;l'37m|{;^)S L> ^<7)^fg[{I3.4moI/L^^t^fb7K^- v 
25 :t^-»f >?§jS3.5mI*Jn;t. ^iaT'lB#PBmS^i-^o ^{tiH^H^lilX L, 

X-mi^ L ^jii-ntf, 2-[2-(4-^ > X H K 'j ;U v vV h + vj-l-'^ > 
^/\h]^tyj^>-5-^)V.\-:r.^y^)V-Z.mM^ (No.l) 3.41g*#^o 




iaC2l 




Et 

27 JL J OH 1 2 /'^-< 
S*^^ ^ ^ Ph 

No.2: 2-[2-(4-^ > X t K 'J t'^^ ->V )Jr h v].!.^ - ^ y - • - 

5 M,^,:214-217t: 

IR(KBr)cm-':3413,1456,l 130 

NMR(d4-DMSO/D2O)5^i:2.6-4.1(14H,ni),4.7(lH,t,J=6Hz),5.35(lH,s),6.8-8.0(15H, 
m) 

No.3: 2-[2-(4-'^ > X H K U ;P 1;°^ 7 v y )ai h ^ >-]-l-(2--^- "7 -5^ ;U)-1-J:. y - 

i!l!*:210-213'C 
IR(KBr)cm':3407,1456,l 121 

NMR(d,-DMSO/D2O)5^i:2.6-4.1(14H.m),4.90(IH.t.J=6Hz),5.45(lH,s),7.0-8.0(17H, 
m) 

15 No.4: 2-[2-(4-^>Xt: K U ll^y v y f v]-l-(3,4,5- hU^b+v^i^ 
ifc,ir:151-154'C 

No.5: 2-(2-(4-[v(4--7;Utn7i-;Hy f-jUjkf^VvV IJ:. h ^ v)-l--7x^;l/-l 
20 li,ir:223-224'C 
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IR(KBr)cm':34 18, 163 1.1 456,1 121 

No.6: 2-[2-(4-^>Xt ;l/e^vvV)J^ hi|rv]-l-(3-fc° v';U)-I-i:5' y — 
}^ • =.^M^ 

ii!*:204-207t: 

5 IR(KBr)cm':3418,1631, 1456.1 121 

No.7: 2-[2-(4--c > X t K V 7 ->V )i h vj-i.^ > v'[b] 7 7 > -5- ^' 

M.^.:145-147t: 

N0.8: 1-^ > y'lb]^:^-7 >-5--f ;P-2-(2-{4-[i/'(4-7 ^P:^ n 7 f- ;U] ^/n; 

lfi.^.:173-174"C 

No.9: l-(6- y)VtUy<> ^7\b]^t V x >-5- ^ ;U)-2-[2-(4-'^ > X k K ;l/ If^ ^ v 
ii*:155.5-156t: 

15 No.lO: l-^>V[h]f-:tyaL>.5-4 )\^-2.(2-{4.[(E)-3-y ^ - fl^-l-zfn ^z:. 
=7 y )J^Y ^i/).\.:x.^ y - )], . zLimM. 
M,^>:237-238t: 

No. 1 1 : 1-^ > V'[b] ^ :f -7 J. > -5- Y ;i'-2-{ 2-[4-(4- ^ h ^ v ^ > v t: ^ 7 v y ]i 

20 ii*:230.8-232.4"C 

IR(KBr)cm-':3386,2974, 1 5 1 9, 1 257, 1 1 23 

No.12: l-^>V[b]f-:f7i>-5-^;i/-2-{2-[4-(3,4.5-h V > V ^ i^^> 'J )\^)\£^ 

ife,*:22 1-223*0 
25 IR(KBr)cm':3396,2983,1592.1467,1128 

No.l3: l-^>:/[b]-5^^7i>-5-l';l'-2-{2T[(l-^>v;l/ir Y y \^ Kn-iH-3-t°n 

No.14: 2-{2-[(l-'-c^Xt K'J;l^x Kn-iH-3-hrn';;l.)(aif^;i,)T = y] 
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No.15: l-^>V*[b]-^:^-7i>-5-^ ;^-2-(2-^4-[3-(^ ^) 7 )l' t rJ >i ^ )V)y :=. fl']- 
1,2,3.6- -r h 7 k: Kn-i-if >J h ^ vM-i^' y • UWa 

5 i^,*: : 1 99-2021: 

No. 1 6: 1 -[2-(2-'^ > y*[b] ^ :t 7 j. > -5- ;U-2- \^ K n 4r v JC h ijr v )i ^ ^l']-4-[3- 

( b 7;i/:tny •?^;i/)-7i-;i']-4-if^'; >'V-;p • m^i^ 
11* : 1 94-1 96 1: 

No.17: {4-[2-(2-^> V[b]-f-:f7i >-5-^ ;U-2-ll Kn h ->)j:.^;i/] tf V 

10 ->V )(3-li 'J y > • J^^:^ 

Si^iir : 194-I98t; 

No.18: 2-(2-{4-[l,3-^>^/-?-TV*-;U-2-l';K^f-;l/)T5 yjlf'^'J vV}JL hi^r 
v)-!-'^ > '/[b]f- ^ 7 i >-5- -< ;b-l- y - ;U . 
: S2-83X:{^m) 
15 IR(KBr)cm':3398,2854,l 604,1 366,1 1 20,1008 

No.19: 2-[2-(4-^ > y'[d] V ^t^-^" V'-;W-3-^ ->V)J:. h ^ ->]-l-^ > V 

M<^. : 231-233.5'C 
IR(KBr)cm' : 34 1 2, 1 529, 1 45 1 , 1 1 1 7 
20 No.20: 2-{ 2-[4-(5- y)V-^xn^y y[d] -(y^^^-/- )V.3- ^ y]X.Yi^ 

WL}^. : 194-198^ 

IR(KBr)cm-':3230,2960,1444,l 198.1 135 

No.2i: \-^>'/\b]'f-ty :x.>.5-^ ;u-2-{2-[4-(5--7;U:i-n^> V[d]-f yt^-^- 

ail* : i96-i97t: 

K(KBr)cm':3256.2956,1440.1 193,816 

No.22: 2-{2-[4-(5-^ V + y U )V7.)V^^=.)V).\A-Vr^^^y-\-^ h df^ 
■7i-;U-l-jr.^y-;p . iS^J^ 
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lii.cs: : 101 -lost: 

No.23: 1 .3-^ > '/ v t^V- ;U-5- 4 )l { 4-[2-(2-^ > '/[b] ^ ^ 7 i > -5- ^ ;i..2. t 

ill.i; : 192-193"C 
5 IR(KBr)cm':3406,2896.2577. 1 65 1 , 1 44 1 , 1 256, 1 036 

No.24: 1 ,3-^^ > V* ^ ^ V - ;l/-5- 'f 1 4-[2-(2- h' a ^ i^.2-y :n - h ^ ->) 

m.^. : isi-iszt: 

IR(KBr)cm-':3345,2882,2584, 1 639, 1 445, 1 250, 1043 
10 No.25: l-(2-:h7-^;l-)-2-(2-{4-[(E)-3-7i^;l.-2-yn^r.;l,]if^^vV)i h + 

M.^. : 251-252^ 

No.26: l-^> y'[b] ■^'ty ju>.5-^ Jl'-2-[2-( -^^ ;l/ { 1 -[(E)-3- 7 i — JI/-2- y □ ^ 
;U]-3- e n v V j:^ ;u ) t ^ y )ji h ^ vj-i-i ■ 
15 li.^. : 130-1 32*0 

No.27: 2-[2-(4-^>Xt K V ;U tf^ 7 vV)ai h + v]-i-(2--7 > y'[b]^ :t 

ii.^. : 214-21 6t: 

IR(KBr)cm-':3363,2365.1454,l 146,1 127,758,703 
20 Hlfel^jSd) 

2-(2--:h 7 ^;P)-l-a: ^ y - ;U2.0g=Sr h Jl- J:- >8ml jo i ^750%(WA^)7tC^'^[::^ h V -i? A 

^j^^;i,=6:l~S^^j:-?^;i/) ytfi4jic7)3.^nnr^;i. [2-(2-:^7•^ 

j:.-7-;KNo.3-l)2.5g^#-So 
IR(-- h)cm-':2941,2863,l 113,817,747 
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No.3-2:3-^ nnyn tr;u (2-(2--^7f^;i/)i^;i/] 0.-7" ;i/ 
No.3-3:3-^' nn^>^;u [2-(2-i- y )l] i--^;!/ 

IR(— - h)cm ':2938,l 1 12,817,746 
5 No.3-4:3-^' n [2-(2--^ y jr. — 7^;i. 

No.3-5:2-^>y[b]f-:4-7 ji>.5-<;l'J:^f-;l/ (3-;^ n D 7°n tfil/) a:.--r-;U 
No.3-6:2-^>'y[b]^:4-7i>-5-^;l'if-;L' (3- ^' n n rf- J^-ir;U 
IR(- - f- )cm-':2940,2863,l 1 1 1,701 
HMM 3 (2) 

K5mUivt)SIL.^co^?Stil-^>Xii K U ;u v >i.33gi3 J: iy^'j^®^* 
0.58gS-Snx., lOOt:i?2B#FHW4^1-^oRi:i:«ZS^it^^7K30mliJ i J>l^^if-;U20ml 

orfe^rStffcjiAL/^f^. /p-^%$ri§*L, **i®^^ix-t-^o ^mt/z^^m 

J^-?";l' = l:l) T-ffiMi-nii". *Efe*SH^a<7)l-^>Xe K'; ;l--4-{4-[2-(2--:h7f-;l^)i 
b ^ vjr-f- } e ^ V > 1 .4gS-#<z> o 
^MflJ 3 (3) 

l-^>Xli KU )i^-4-{4-[2-{2-i-y^)U)^V^iy]y'^)U]\^^v'y>]Agi2--fx:i 
20 /NV-;u8niit;}§iSL, >l<7)Mi:5.6nioi/L^jli;^fb7lc*- 

1.3mlSr*nx.. MfiT'lB#FBmr4^1-'2.o ^aiB^^itJR1-tLli\ 4-(4-^ > Xk K V ;v 
tr^7 vV)^^;!. t2-(2--^-7f-;U)i-?^;P] ^^--r;!- • -ii^il(No.28) 1.0g*# 

^ o 

Sli * : 204.5-205.51: 
25 IR(KBr)cin':2244,2205, 1 456. 1 1 1 8,707 




No.29: 3-(4-^>'Xt: Y ^) )V\L^y V / )-/u \d }]^ [2-(2--^ JL--r 

5 it* : 188.5-1 mot; 

IR(KBr)cm-':3409,2430,2361 ,1456,1 104 

No.30: 5-(4-^>Xt KU JUi^^ ->V)^>f^;U [2-(2--^-7-^;l')J^^;U] jn-x 

HJ,^. : 193-195.5'C 
10 IR(KBr)cin':2945,2358,2208,1456,l 104,708 

No.3l: 6-(4-^>Xv: K'J ^l^tf'^^ vV)'^^>';u [2-(2-•:^■7■f■;^)J^•^;^] ^--r 
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M.^. : iis-izzt: 

IR(KBr)cm-':2935,2391 , 1 455, 1 1 07,709 

No.32: i-[3-(2-^>'/[b]^ty ^>-5-^ )i^^h^>')-fr:i\i)l']-4-{4-?( 
5 > fcf ^ ^ V > • H^M-M. 
M^, : 245-245.5'C 

IR(KBr)cm-':2363,2344, 1 5 1 6,1 25 1 , 1 101 

No.33: \-[4-(2-^yy'[h]f-:iry j^>-5-4 )l'J^h ^->)y'J-}U].4-(4-;< h^v-^^v 

10 ifi* : 232-233'C 

IR(KBr)cin':2370,2345, 1 508 , 1 438, 1 25 1 

No.34: l-[(3-(2-^>y*[b]f-^"7i >-5-^ ^l'^ h ^->)7°n t: ;l/]-4-(3,4.5- h 'j > b 
^ V ^ > V k: ^ V > • Hi^^:^ 
M,^r : 225-22713 
1 5 IR(KBr)cm-':2940,2424, 1 595,1466, 1 1 30 

2-^> V[b]5^:t 7i >-5-^ ^Iz-l-J^^' /-;P5.60g^rN,N-->'^ ■5^;P^Ol'Ar $ K28 
inlt-V#j!llL, CO^§^g[^C7K^^T^ tert-r v:^ 'J A4.23g«rSn£> |Bl7a^-C30 

20 09g^*P£. |5]SJ^-e30^FB^. $'blcMT'2B#TOr4^-r'2.o SSxB^t/=^S^^^ 
;H0Oml:fo J: Of7K50mIOrS'g-v#<K4' L, 2mol/LJtl^T-pH2.0{Cp^ L/J 

-^>-:/[b]-?^^7i>-5-'f b^->)-l-t:^'J vV-l-J^^y >(No.5-l)8.50g'J: 
IR(KBr)cm-':2935.1 652, 1 444,1 255, 1 11 8 

NMR(CDCl,)5^i:1.2-1.8(6H,m),3.05(2H,t,J=7Hz),3.1-3.8(4H,m),3.81(2H,t,J=7Hz), 
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4. 1 5(2H,s),7.1 -7.6(3H.m),7.7-8.0(2H,ni) 

No.5-2:2--7 jiT-^;l/:t^v-l-t:^'; vV-l-jr.:? y > 
K(KBr)cm-':2936, 1 646. 1 446, 1118 

NMR(CDCl,)5<fi:1.2-1.8(6H,m),2.93(2H.t.J=6Hz).3.2-3.7(4H.iTi),3.76(2H.t,J=6H2), 
4.13(2H,s),7.26(5H.s) 

No.5-3:2-[(4-> h + v 7 x T->^ ;l'):t + v]-l- 1"'^ 'j vV-l-o:. / > 
IR(KBr)cni-':2936,1644,1445,1248,l 1 18 

NMR(CDCl,)5flt:1.3-1.8(6H.in),2.87(2H.t,J=6Hz),3.1-3.8(4H,m),3.72(2H.t,J=6Hz). 
3.80(3H,s),4.14(2H,s),6.85(2H,d,J=9Hz),7.20(2H,d.J=9Hz) 
No.5-4:2-[(3.4-vy h ^ v 7 ^■^■?-;l/):t ^ ->]-l- tT^ 'J vV-i-o.^ y > 
IR(KBr)cm' :2935, 1 644. 1517,1 446, 1 262, 1118 

NMR(CDCl3)5'(i:I.2-1.8(6H.m),2.88(2H.t,J=6Hz).3.1-3.7(4H,m).3.74(2H,t.J=6Hz), . 
3.86(6H,s),4.15(2H,s),6.80(3H,s) 

No.5-5:l-l;'^'J ->V-2-[(3,4.5.- b V ^ h + v V i f^^U):^ ^ V]-1-Ji y > 
IR(KBr)cm' :2937, 1 643. 1 462. 1 239, 1 1 28 

NMRCCDClj) d M:l .2-1.9(6H,m),2.88(2H,t,J=6Hz),3.1-3.8(4H,in),3.77(2H.t,J=6Hz). 
3.8-3.9(9H.in),4. 1 6(2H.s),6.49(2H,s) 

No.5-6;2-[2-(2--:h-7^;l')J^ hdr>-]-l-t:^'J ->V-1-J^^y > 
IR(KBr)cm-':2936, 1645,1445,1 1 18 

No.5-7:2-(2-^>y[d}-f V ;f ^-if V- ;U-3-'f h ^ ->)-!- tf-^ >; vV-i-oi^y > 
IR(KBr)cm':2937.1645.1443,l 1 19.755 

NMRCCDCIj) S ffi:! . 1-1 .8(6H,m),3.31(2H,t,J=6Hz),3.0-3.7(4H,m),4.00(2H,t,J=6Hz), 
4.17(2H,s),7.1-7.9(4H,in) 

No.5-8:2-(2--^ > y*[b] "7 7 >-5- -f J:. h ^ v)-l - tf U vV -1-X. ^ y > 
IR(KBr)cm':2937,1646,1469,l 112 

NMRCCDQj) d i^: 1 .0-2.0(6H,in),3.00(2H.t,J=7Hz),2.9-3.8(4H,in),3.76(2H,t,J=7Hz). 

4. 1 2(2H,s).6.6-6.8( 1 H.m),7.0-7.8(4H,m) 

No.5-9: 1- tl'^ >J V y -2-[2-(3- kl V v' h ^ v]-]- J. ^ y >• 
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IR(KBr)cm-':2937.1648,1445,l 1 19 

NMR(CDCI,) S fil. l .2-1.9(6H,m).2.93(2H,t.J=6Hz),3.1-3.8(4H,m),3.77(2H.t.J=6Hz), 
4.14(2H,s),7.0-7.8(2H,m),8.3-8.7(2H,m) 

No.5-10:2-[2-(l,3-^> Vv:*- + V-;i/-5-'l';l')J^ h^->]-l-t:^'; y y 

5 No.5-ll:2-[2-(l--^-7-f-;l/)a^ h ^ vj-l-tf^'J V J J > 

No.5-12:2-[2-(6--7 > ^[b]^:^- 7 ^'-S-'f ^l')^ b ^ 1*^ 'j ->V-1-J^ 

No.5-13:2-(2-^ > y[b]^^ 7 i >-7--r h ^ v).!-^^ 'J v-V-l-i ^ y > 
No.5-14:2-[2-(2,3-->'li Kn-1,4-^ > V v :t ^ v >-6-^ h ^ v]-l-tf^'J . 

NMR(CDC1,) 8m.:\A-\ .8(6H,brs),2.8 1 (2H,t,J=7Hz),3. 1 -3.7(4H,m),3.68(2H.t.J=7H 
z),6.6-7.0(3H,m) 

No.5-15:2-(2-^>y[b]-9^:^-7i >-4-'r ;i/ Ji h ^ v).]. tf ^ ij vV-l-Ji^^ y > 
No.5-16:2-(2-^ > ^/[b]^t 7 i >-6-'f ;U J:. h ^ 1; ^ 'J V ^ - l-jn. ^' y > 
15 No.5-17:2-[2-(2-y ■^;b-l,3-'^>7'-^TV*-;U-5-'l';l'):i^ h^v]-l-k:^'; vV-l-J- 
^ y > 

No.5-18:2-[2-(2.3-vl:i h'n.]H-5-4 >7'~)l')^ h ^ tf^^ 'j vV-i-j^^'y > 
No.5-19:2-[(2,4-v^' nn V j:.^-.'^;i/)pf:^->]-l-kf^iJ vV-i.jl^ y > 
No.5-20:2-[(2,4- V 7 n 7 i ^> ;i/):t ^ i>]-l - U v y -1 -jn ^ y > 
20 No.5-21:2-[2-(2-7 — T V'- )U-4-'1' h ^ ->]-!- kf^ 'j y 



NMR(CDClj)5^i:1.2-].8(6H.brs),3.14(2H,t,J=6Hz),3.0-3.8(4H.m).3.93(2H,t.J=6H 
z),4.17(2H,s),7.0-7.6(4H,in),7.8-8.2(2H,m) 

No.5-22:2-(2-^ > ^/[h]^t 7 x.y.2-^ Y ^ tf^ 'j v y ^ y > 
25 No.5-23:2-(2-^>' V[b] 5^:^-7 i >-3->l' ;Uj: V^i^y\-\£^^) -yj-l-ju^ y > 



2-(2-^ > ^Ab]^ ty^ >.5-^ h ^ k: ^ 'J V y 3^ y y^AOg^^^ 
y - ;l'58ml±J i (y-'TKSmlO^I-^vg^itrjgjS L, C (7)v#jg[{;7fc^^t^ |, ij A 1.27g 



;M^^5(2) 
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)VJL h +v)g^^(No.5-24)3.72g$rt#^o 
5 IR(KBr)cm-':2955. 1763,1221, 1128 

No.5-25:2-( 7 i ^ ;!/ :t + v)!^^ 
IR(KBr)cm':2924.1732,l 131 

NMRCCDClj) (J fli:2.95(2H,t,J=7Hz),3.8 l(2H,t.J=7Hz),4.1 3(2H,s),6.9-7.6(5H,m),9.66 
10 (lH,s) 

No.5-26:2-[(4- ^ h ^ v 7 x :t ^ v 

IR(KBr)cm- ' : 2884, 1 670. 1516.1256, 1110 

NMR(ds-DMSO)^^:2.76(2H,t.J=7Hz),3.63(2H,t,J=7Hz),3.73(3H,s),3.90(2H,s).6.86 
(2H,d,J=9Hz),7.20(2H,d,J=9Hz) 
15 No.5-27:2-[(3,4- ->';>< b ^ v -7 i ^->]@^^ 
IR(KBr)cm ' :2969, 1 734, 1 5 1 4, 1 236, 1 1 23 

NMR(CDCl,)5fi:2.90(2H,t,J=7Hz),3.79(2H,t,J=7Hz).3.87(6H,s),4.14(2H,s),6.81(3 
H,s),8.96(lH,s) 

No.5-28:2-[(3,4,5,- h V :^ h ^ "> 7 7-f-;i'):t ^ v]g^i^ 
20 IR(KBr)cm':2943,1732,1592,1253,l 127 

NMRfCDCl,) <5 flt:2.90(2H,t,J=7Hz),3.6-4.1(l lH,m),4.15(2H.s),6.50(2H,s),7.42(lH, 
s) 

No.5-29:2-[2-(2-f - 7 ;U) J. b ^ v]B^^ 
IR(KBr)cm-':3057, 1 764, 1 220, 1 1 24 
25 No.5-30:2-(2-^ > V*[b] -f V :t ^-9- V- ;l/-3-'Y Ji'^ h ^ v)Bt^ 
IR(KBr)cm-':3078,1752.1438,l 189,1148 

NMR(CDCl3)5^:3.34(2H,t,J=6Hz),4.08(2H,t,J=6Hz),4.21(2H,s),7.1-8.0(4H,m),8.90 
(lH,s) 

No.5-31:2-(2-^ > V[b] 7 7 >-5-^ h ^ >')B^®^ 



wo 99/31056 PCT/JP98/05610 
IR(KBr)cm-' :2940, 1 732, 1 470, 1 262, 1 1 28 

NMR(CDC1,) 5 flt:3.03(2H,U=6Hz),3.82(2H.t,J=6H2),4.14(2H,s),6.73( 1 H.d.J=3Hz), 
7.0-7.8(4H,m).10.09(lH,s) 

No.5-32:2-[2-(3- tf U h + v]St®E 

5 No.5-33:2-[2-(l,3-'^>y>'':t + V-;W5--f }-^~>]W^M 

NMR(CDCl3)5ffl:2.86(2H.t,J=7Hz),3.74(2H.t,J=7Hz),4.12(2H,s),5.92(2H,s),6.6-6.8 
(3H,in) 

No.5-34:2-[2-(l-:^7■?^;^)al h ^ v]@t^ 

NMR(CDCl,)<J^i:3.43(2H,t,J=7Hz).3.92(2H,t,J=7Hz).4.13(2H.s),6.9-8.2(8H.m) 
10 No.5-35:2-[2-(6-7;l':i-n^>y[b]-5^:f7i>-5--f h^v]g^^ 

NMR(CDCl,)5ffi:3.09(2H,t,J=7Hz).3.85(2H,t,J=7Hz),4.14(2H.s).7.1-7.9(4H,m) 
No.5-36:2-(2-^ > ^[b]^ ;^ 7 ji ;l' h + v)g^^ 

NMR(CDCl,),5^i:3.24(2H,U=7Hz),3.96(2H,t,J=7Hz),4.12(2H.s),6.9-7.9(6H.m) 
No.5-37:2-[2-(2,3-->'li K n-l,4-^> ^y* v 5}- ^ v ^-S-'f h + v]i^®? 

15 NMR(CDCI,) d ffi:2.83(2H,t.J=7Hz),3.74(2H,t,J=7Hz),4.12(2H,s).4.24(4H,s),6.6-7.2 
(3H,m) 

No.5-38:2-(2-'^ > V*[b]f - ^ y ^ >-4-H h ^ i^)W^m. 

NMR(CDa3)5m:3.30(2H,t,J=7Hz),3.87(2H,t.J=7Hz),4.12(2H,s),7.1-8.0(5H,m) 
No.5-39:2-(2-^ > y\b]^t y )VJU h ^ v)B^^ 

20 NMR(CDC1,) 8 ^:3.05(2H,t.J=7Hz),3.82(2H,t,J=7Hz),4.12(2H.s).7. l-7.5(3H,m).7.6- 
7.9(2H,m).9.23(lH,s) 

No.5-40:2-[2-(2-^ ,3-^ > y^^T V- )l^-5-^ h + vjg^^ 

NMR(CDCI,) 5 ffi:2.83(3H,s),3.09(2H,t,J=7Hz),3.87(2H,t,J=7Hz),3.94(3H.s),6.00( 1 
H,brs).7 . 1 -7.4( 1 H,m),7.6-8 .0(2H,m), 
25 No.5-41:2-[2-(2,3-vll Kn-iH-S-'f >-f'-;U)j:- h^i/]gt^ 

NMR(CDCI,)5®:1.8-2.3{2H,m),2.7-3.1(6H,m),3.78(2H,t,J=7Hz),4.12(2H,s),6.8-7.8 
(4H,m) 

No.5-42:2-[(2,4->'' ^ D n 7 i f-;!^):^- + vjlti^ 

NMR(CDa,)5fl|:3.05(2H.t,J=7H2),3.79(2H,t,J=7Hz),4.13(2H.s).7.0-7.5(3H,m),8.80 
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(IH.brs) 

No.5-43:2-[(2,4- V 7 ibrt n "7 ^ + 

NMR(CDCl,)5ffi:2.95(2H,t.J=7Hz),3.77(2H,U=7Hz).4.12(2H,s),6.7-8.0(4H.m) 
No.5-44:2-[2-(2-7i — ;U-l,3.-^TV-;l/-4-^ h ^vjg^^ 
5 IR(KBr)cm' :3 1 97, 1 655, 1 6 1 6, 1 458. 1 087 

No.5-45:2-(2-'^ > V'[bl^;f "7 i >-2.'r h ^ >')B^^ 

NMR(CDa,)5M:3.22(2H,t.J=6Hz),3.89(2H.t,J=6Hz),4.18(2H.s).7.0-7.5(3H,m),7.5- 
8.0(2H,m) 

No.5-46:2-(2-^>y[b]^:f7i >-3-'f ^WJ:. h 

10 NMR(CDC1,) § ffi:3.19(2H,t,J=6Hz).3.9I(2H,t,J=6Hz),4.15(2H,s),7.1-7.6(3H,m),7.6- 
8.1(2H,m) 

^MM 5 (3) 

2-(2-^>V[b]^:f 7i>-5-'r;UJih+v)SI^2.70g^7^ h V Kn 7 7 >'27ml{C 

15 ov^T\ 7jc?^T. /RSM'^!felcH7 ■yjb*'>^vJ^^;i/Ji-x;u||#:3.24g^20^ 
^T-MTL. Iwi?a®T-30^3-FBl, $^liM?a-e2B#FBmf+l--i,o JSSrS^i^^gm-:!^ 
^ }\- lOOml j3 J: J>'7Kl00mlOrl^?g4' t;#A L . 2mo\/LmmXyHl.0iZmm L fz^ik. ° 

7 < - : n-^^-lf > : f^^Ji^;l/=3:l-2:l) -efflSSI-nif, yS«<7>2-(2- 

^ > y[b]^:t 7 :l >-5-'f h ^ rJ' 7 - ;l/(No5-47)2.34g^#So 

IR(KBr)cm':3422,2864,l 1 19,1051 

NMR(CDC1,) d ^:1 .8-2.3(lH,m),3.02(2H.t,J=7Hz),3.4-4.0(6H,in),7.1-7.6(3H.m),7.6- 
25 8.0(2H,m) 

No.5-48:2-( 7 i ;f. -5^ :t + v)-l - ^ 7 - ;U 
K(KBr)cm':3418.2923,2866,l 120,1070 

NMR(CDC1,) 5 m-. 1 .8-2.2( 1 H.m),2.9 1 (2H.t,J=7Hz),3.4-3.9(6H.m),7.28(5H,s) 



wo 99/31056 PCT/JP98/05610 

No.5-49:2-[(4-;'f h ^ -> "7 i 7- -5^ v-J-l-J^ ^ y - ;!/ 

IR(KBr)cm':3416,2936,1514,1248.1 1 17,1036 

NMR(d,-DMSO)5^:2.3-2.7(lH,in),2.84(2H,U=7Hz),3.4-4.0(6H,m),3.80(3H,s),6.86 
(2H,d,J=9Hz),7. 1 5(2H,d,J=9Hz) 
5 No.5-50:2-[(3,4-vV h ^ v 7 i ?-f-;L'):t + vj-l-i y - 
IR{KBr)cm' :3407,292 1 , 1 5 1 6, 1 262. 1 027 

NMR(CDClj)5ffi:2.85(2H.t,J=7Hz),2.95(lH,s).3.4-4.0(6H,m).3.86(6H,s),6.80(3H,s) 
No.5-51:2-[(3,4.5,- b U > h ^ V "7 i :t->-f-;l'):t + vJ-l-J. ^J' y - ;U 
IR{KBr)cm' :3396,2938. 1 59 1 , 1 462, 1 1 26 
10 NMR(CDC1,) S ^:2.85(2H,t,J=7Hz),3.4-4.1(16H.in),6.48(2H,s) 
No.5-52:2-[2-(2--^- "7 ^ )l'yj:. h ^ vj-l-jn y - ;U 
IR(KBr)cm-' :341 6,2866, 1 363, 1118 

No.5-53:2-(2-^> V'Ldl'f V t ^^V— )U-3--( h 4r V)-1-J:- ^' / 
IR(KBr)cm':341 6,2872, 161 1,1 122,753 
15 NMR(CDC1,) S <i:2.4-2.6(lH,m),3.27(2H.t.J=7Hz),3.5-3.8(4H,m),3.95(2H,t,J=7Hz), 
7.1-7.9(4H,m) 

No.5-54:2-(2-^ > y'[b] "7 7 >-5- h + v)-l-j:. y - ;W 
IR(KBr)cm':3422,2867,1469,l 127 

NMR(CDCI,) dm:2.l -2.4( 1 H,m),2.97(2H,t,J=7Hz).3.3-3.9(6H.m),6.6-6.8( 1 H,m),7.0- 
20 7.7(4H,m) 

No.5-55:2-[2-(3- tf U v J:- h ^ vj-i-jr. y - ;i/ 
IR{KBr)cm-':3386,2923,l 120,1053 

NMR(CDCl3)(5^i:2.6-3.0(lH,m),2.90(2H,t,J=7Hz),3.4-4.0(6H,m),7.1-7.9(2H,m),8.3- 
8.7(2H.m) 

25 No.5-56:2-[2-(l,3-^ > y*->'^ ^ V - )V-5-^ )V):x. b ^ ^ y - ;l/ 

NMR(CDCl,)dfS:2.82(2H,t,J=7Hz),3.4-4.3(7H,m),5.92(2H,s),6.7-6.9(3H,m) 
No.5-57:2-[2-(l-■:^•7^;^)i h ^' y - ;l/ 

Hife^HI 5 (4) 

2-(2-^ > y'[b]f- :f7 i y-S-^ )Vx. h ^ v)-l-J: J - ;i'2.10g^:^fby ^ >'20ml 
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V >20mli3 J; Xfii^AOml^mx.. 2mol/L:^^T'pH2.0Uliil L tz'ik. ^^flJl 
[b]^ty n':^Y^'y):i-^)\y }i f > :^}\^^^^^— h(No.5-58)2.50g=Jr# 

^ o 

IR(KBr)cm':1347,l 170,1 127 
10 NMR(CDCI,) d fil:2.86(3H,s),3.0(2H,t,J=7Hz),3.5-4.0(4H,m).4.2-4.5(2H.m).7.2-7.6 
(3H,m),7.6-8.0(2H,in) 

No.5-59:2-( "7 i f - :t ^ v)^^ ^ ^' > X ;l/ .-^ - b 
IR(KBr)cm-':1353,l 175,1 128,923 
15 NMR(CDC1,) § fi:2.7-3.1(5H,m),3.5-3.9(4H,m),4.2-4.5(2H,m),7.27(5H,s) 
No.5-60:2-[(4- ^ V ^ y x. ^~>]:r.^ )\^ ^ ^ > >^ ;l/ * - h 

IR(KBr)cm-':2938, 1352, 1247, 11 75, 1020 

NMR(CDCl,)^fi:2.7-3.1(5H,in),3.5-3.9(4H,in),3.80(3H,s),4.2-4.5(2H,m),7.27(4H,s) 
No.5-61:2-[(3,4-->'^ h ^ v 7 i + ^ ^5^ > X h 

20 IR(KBr)cm':2939,15 18,1 352,1262.1 175 

NMR(CDCl,)5'(i:2.88(2H,t,J=7Hz),2.97(3H,s),3.5-4.0(4H,m),3.88(6H,s),4.2-4.5(2 
H,m),6.6-7.0(3H,ni) 

No.5-62:2-[(3,4,5.- h V > h ^ v x ^ >']J^^ )U ^ > 7. h 

IR(KBr)cm' :2940, 1 59 1 , 1 352, 1 1 75, 1 1 28 
25 NMR(CDC1,) S ^:2.85(2H,t,J=7Hz),2.97(3H,s),3.5-4.0(13H,in),4.2-4.5(2H,m),6.48(2 
H,s) 

No.5-63:2-[2-(2--:h 7 ^ h :^ v j i. ^ ;U > ^ > X ;!/ .i^ - h 
IR(KBr)cm-':2938, 1 353,1 1 76, 1 1 28,923 

No.5-64:2-(2-^>y[d]'f V t=^-^'/- JU-S-^ Y^'y)^'f-)l' ^ 



wo 99/31056 PCT/JP98/056I0 
IR(KBr)cin-': 1 353, 1 1 76, 1 1 3 1 ,924 

NMR(CDCl,)5ffi:2.92(3H.s),3.27(2H.t,J=6Hz),3.6-3.9(2H,m),3.97(2H.t,J=6Hz),4.2- 
4.5(2H,m),7. 1 -7.9(4H,iii) 
5 No.5-65:2-(2-'^ > VCb] 7 v >-5--f h ^ '>}J^'f-)V ^ > 7. )V ~ h 
IR(KBr)cm': 1347,1 169,1 126,936 

NMR(CDa,)5'fii:2.88(3H,s),2.97(2H,t,J=7Hz),3.5-4.0(4H,in),4.2-4.5(2H,m),6.6-6.8 
(lH.in),7.0-7.7(4H.m) 

No.5-66:2-[2-(3- tf 'j v h ^ ^ > X ;?> - b 

10 IR(KBr)cm':1348,l 194,1174,1125 

No.5-67:2-[2-(l ,3-^ > V V :t ^ V - )V-5- -i h ^ - ;U ^ ^ > X .i^ 7- - 

NMR(CDCl,)(5'(i:2.7-3.0(5H,in),3.6-3.8(4H,m),4.3-4.4(2H,m),5.92(2H,s),6.6-6.8(3 
H,m) 

15 No.5-68:2-[2-(l-f--7^;L')j:. h ^->]Ji^;U ^ > X - h 

Hife^aj 5 (5) 

2-(2-^>y*[b]-f-:^--7i>-5-^;l'J^b^v)J^-?^Jl/ > ^ >X;P;^;t>- h2.45g*N, 
N-v ^ -f-^l^ts^lz-^T ^ K50mlt;-^JPL, C (75^?|[tll-'^ > X K 'J ;H::^ v v > 
2.30gi3 U '>A1.24gS:SP^, 80t:-e6.5B#FB^igf|ii--So SSrft-^t)**! 

20 00mi±5j:J>^®eji^;i.200mloS'^iiS4'U^AL. W^)i^^Ki->5.o S^'btc, tK 

= 30: 1 ) xmU-fix\i, yS^^;<7)2-(4-^ > X K V ;Hi ^ 7 v (2-^ > 

25 v*[b]f-^-7i >-5-'1' ;uif-;i') Jl-7";^3.l4g^^#So 
§IJfe^J 5 (6) 

- -r ;U3. lOg^r g^^ j:.-^ ;l/30inl{r L , ^ <7)-^ jS[ U3.4mol/L^'^lSfk7K^ - v 

t ^-^ymmvcA^iiiik.. ^ux2m^m.w-i-^c iffUH^B^itflXimif, 2-(4-'^> 
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i:ia^il(No.35) 1 .90g * t# ^ o 
§t,^.:181-184t; 

5 ^Sfe«?!l5(5),(6)i:TO{zL'C. 1 -^E 9^0{t^tl^f#^o 
[^E 11 

r^-ch-(ch2^o(ch2}^r3 

R2 



No. r2 m n R 



3 



36 



37 



38 



39 



cr " ^ 



Ph 
Ph 



2 — N,^^ ^N^^^^^Ph 



MeC 

MeO' ^ N ^ Ph 



40 T y H 1 2 — N N-( 



MeO ^ — ' Ph 
MeO 

41 r r F H 1 2 

^ ' Ph 



[^E 21 




[*E 3] 
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[^E 51 



wo 99/31056 



71 



PCT/JP98/05610 



Ri-Chh(CH2]^0-4CH2)^j-R3 

R2 



No. 




r2 m 


n 


r3 


59 


OCT 


H 1 


2 


Et 


60 


<xr 


1 


2 


CF3 


61 


OCT 


H 1 


2 


/ — \ 

— N N-Ph 
\ / 


62 


OCT 


H 1 


2 




63 


ccr 


H 1 


2 


OMe 


64 




H 1 


2 




65 




H 1 


2 


MeO 
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R^CH-(cH2]|jj-o4cH2)jj-R3 
r2 



No. R^ 


r2 m n r3 


- ccr 


H 1 2 -tS^^^Ph 


- CO' 






H 1 2 -N^N^^jQCd^ 




Me 

O 




H 1 2 N N J*^ JJ 


" OOr- 




- ca 






[^E 8] 




I^E 91 
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R^-Ch+-(CH2j^o4cHj^^R' 



No. 



R2 m 



R3 



85 



ccr 



H 



86 



87 




OMe 



H 1 2 -N^M^^^XJL 



88 



89 



ccr 



/ — s 

2 — N N 



2 — N 



-OMe 



OMe 



90 



2 — N N-iPr 



91 



92 



ccr 
ccr 



OMe 



2 — N X, ' 



OMe 



2 — 



^ OM 



pMe 
OMe 



ifi.S:201-202t: 

5 No.37: yji.^^'f'JU (2-{4-[(E)-3-7xr.;^-2-7'n-N:^;i^]t:^-7 ^i:- 



gft,«S:237-239t: 
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No.38: 1-^>X\1 K'; ;l'-4-|2-[(4-^ h ^ v "7 i ^->-f- ;!/):*- ^ ;l/ 1 tf^V v 

St,^r:2l2-214'C 

IR(KBr)cm-':342 1 ,293 1 , 1 5 1 3, 1 245. 1 03 1 
5 No.39: l-^>X\^V^))l^-4-{2-[i3,4-'y^h^i^yjL^-^^)U)t^'>]j:-^)\.]i£^y 
y> ■ nmMiM. 
m..^.:2M-207X: 

No.40: 1-^ > X H K 'J ;l'-4-{2-[(3.4.5- h V J< ^ + v 7 ^ f- ^ v]^^ ;U ) 

10 Si,S:210-212'C 

No.41: 2-(4--^>'Xt: K'J ^I'tf^ -7 ->V)Ji-?^;U [2-{2-i- y ^ )\^):r.-^ )V] jl-J- 
)V ■ 

ife,ir:192-205'C 

IR(KBr)cm- ': 3442,2940, 1 456, 1 1 24 
15 No.42: 2-^y'/[b]yy>-5-4)l':i~f-)\^ (2-(4-[(E)-3-"7 i ^ ;i^-2-7°n^ji tf-^ 

St,>?,:235-236t: 

IR(KBr)cm-':2978,2873, 1469,1 130 

No.43: 2-^>-/\h]'^-ty a^y-S-^ )i'J^^)U [2-(4-7 i ^ ;l' t:^v 
30 ji — -f- • ~t^^J^ 
St.'S: 180-1 Sir 

IR(KBr)cm-' : 3423 ,2365 , 1 49 1 , 1 1 26 

No.44: 2-^>y[b]-f-^7 i :^-5--f [2-(4-^ > ->';Hf-^ v ->V 

25 ifc*:244-245'C 

IR(KBr)cm-':3451,2373,1444,l 127 

No.45: l-[2-(2-^ > ^ >-5-4 h ^ 'y):^^ ;i/]-4-(4-^ h ^ i/^ > 

t: ^ 7 > • H^M.^ 
ib,iS:230-232t: 
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IR(KBr)cm' :3442.2373. 1 5 1 7, 1 255, 11 27 

No.46: l-[2-(2-'^^-y[b]^:i--7:i.>-5-'f;Ua^hi\rv)J^f-;U]-4.(3,4,5.f. i;^ y Sf. 
li.^.:212-214'C 

IR(KBr)cm' :3447,24 1 6, 1 592. 1 429, 1 1 20 

No.47: 2-^>y*[b]^:j-7i>-5-^;UX-f-;l, {2-{A-[V {A-y )\^ t n y ^ - ^ ^ 
Si,^r.:231-234t: 

IR(KBr)cm-':3438,2363,1512,1233 

No.48: 2-^^ > ^/[h]^ a. >-5->f )V (2-{4-[(E)-3-7 :^ =. ;U-2-7'n 

il!-*.:234-236'C 

IR(KBr)cm':3354,2449,1447,l 127 

No.49: 2-^>V[hniry:i.y.5.^)V:^^}V (2-{4-[3-7 ^ n tf;U] if ^7 
lt,q^.:230-231*C 

IR(KBr)cin-':2940,2809,l 676,1 1 12 

No.50: (E)-l-{4-[2-(2-^>V[b]^^7i>-5-^;l.J^ hit^v)k'^7i;y]-3-7i- 
;i/-2-7°n^>-l.^> .^1^^ 

S4.'S:154'C 

No.51: 2--?>V*[b]-5^pf:7^>-5-l';l.i^;i. |2-[4-(4.4-v'7 x :^;l.-3-7'-r ^ ;b)tf 
M,^,:229-230t: 

No.52: 2-^>'y[b]5^:f7x>-5-^;l.i-3-;l. {2-[4-(4,4- v 7 ^ I; ^7 

il!*:210"C 

No.53: N-(l--J>Xl: K'J ^l-x h 7 H Kn-iH-3-h: n «; ;U)-N-[2-(2-'^> V*[b]f-:^■ 
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No.54: 2-^>'/\h]^ Vt^-*f-^/—)V-3-^ (2-{4-[(E)-3-7 i ^ ;i'-2-7°n 

14,ir:228-229t: 

K(KBr)cm-':2366,1441,l 124,745 
5 No.55: 2-(4--^ > X H K U ;Hl ^ 9 v y )X f - ;l/ [2-(3- \^ 'j ->* ;U) J:. ;U] i - t" 

M*:154'C 

No.56: 2-(4-^>Xli K V ;i'-l,4-v T-tVO-i-^ ;l/)j:.f-;U (2-^ > V[b]-?" t 7 i 

10 M,^. : 163-164'C 

No.57: l-{4-[2-(2-^ > V'[b]f^ :t "7 i >-5--r J:. h ^ ->)aif- t: ^ v / )-2,2- 

V -7 i - ^i--!-^ y > • ]^^ia 

No.58: N-I2-(2-^> y[b]f-:t 7 >-5-^ h :^>')ai^;l']-N-a:.f-;l'-N-l-[(E)-3- 
7i^;l'-2-ynv-<::i;U]7- |> ^ n KD- 1 H-3-t: n 'j ;i.T 5 > • ~^m.iM. 
15 * : 130-132'C 

No.59: N-(l-'^>Xh K 'J -'I't^ h v Kn-iH-3-tfn 'J ;U)-N-[2-(2-'^ > "/[b] "7 ^ 

IR(KBr)cm':2452,l456,l 1 10.1028,708 

No.60: 2-^>y[b]-7 V >-5--f (2-|4-[3-( h 'J 7 ;U:t n y •9^;i/)7 i :^ 

20 1,2,3,6- -r h Kn-i-t:'; v/;!-)^-^;!/) ol-^;!/ • 
Wi.^. : 96-98*C 

IR(KBr)cm-':25 1 6,1 468,1 322, 1 1 09,784 

No.61: 2-(2-f--7f-;U)a:.-^;b [2-(4-7 x — ;l/kf'^v >'V)JL-^;P] J.- 1" ^l' • r:^^ 

25 IR(KBr)cm':2358,1490,l 125,757,690 

No.62: l-{4-jt h + v 7 i J:: ;U)-4-{2-[2-(2--f 7-?-;l/) J- h ^ v] J-^;!/ } t;^7 

: 193.8-197.4t: 
IR(KBr)cm' :2346, 1 52 1 , 1 272, 11 26,832 
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No.63: l-[2-(2-^ > ^[h]^ :f7 ^ > -5- J- h ^ V')Ji^ ^l^H-CS- ^ h^'y^j:.- 
it* : 186.5- 190*0 

IR(KBr)cm' :2340,2 1 94, 1 472, 11 27, 1 025 
5 No.64: l-[2-(2-^>V[b]f-:f 7i>-5-'r;Ui h^i^)J^-f-;U].4-(4-^ h^vVi — 
)U) tf^ 7 V > • Zl:^^:^ 
Ife * : 200-202.5'C 

IR(KBr)cin' :2368,2345, 1 522. 1 272. 1 1 28 

No.65: \-[2-(2-^y'/[b]^tyjL>.5-'{)UJ:.h^i^)j:-'f-)\^]-4-(2-ji h+v^j.^ 
10 tf V V > • 

it.^f : i88-i9it: 

IR(KBr)cm':2344,1261.1 104,770 

No.66: 2-^ > y*[b] ^ 7 i > -5- 'f ;l' [2-(4- "7 i — ;l' 'J vV 

15 a.iS : 1 39.5-141. 5"C 

IR(KBr)cm':2484,l 1 16,754,699 

No.67: l-[2-{2--^ > V[b]f- :t 7 i :y-5- 'f h :3r ;U]-4-(4- ^ I> ^ v > v 

it* : 149.5-151 1; 

20 IR(KBr)cni ':2456, 1511,1 247, 1112 

No.68: 2-[4-0,3-^>V-yt^V — }l'-5-^)l^j(^)l')}£^y-yy]J^^)V (2-^^V 

m.^. : 242.7-244.6t: (53-^^) 
IR(KBr)cm ' :236 1 , 1 50 1 , 1 448, 1 266, 1 039 
25 No.69: 2-^y V[b] f - f7 i > -5- -f ;U J:. ;U { 2-[4-(5- ^ ^ ;l/ ^ > V*[d] 'f V ^ -9- 

V*- ;u-3- 1" ;u) 7 ] ^ ;u } ^ - -r ;u • 

m!,^, : 138-139*0 

IR(KBr)cm' :2927,250 1 . 1 438, 1 1 22,803 

No.70: 2-t4-(4-"7 7U^n^>'y;i/)t°^9 vV]ji^;U [2-(2-:h 7-f-;i')J:.-?-;U] Ji- 
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16 * : 236-239t: 
IR(KBr)cm' :2370. 1 5 1 8, 1 234 

No.71: 4-[(4-{2-[2-(2--:>-V5^;U)X hapv]jl^;l.)lf^^c;y)>-^;l/]^>l/- h ij 

Mj^. : 239-243*C 
IR(KBr)cm-':2366,1446,l 125 

No.72: 2-[4-(4-^'nn^>i;;U)t°^'7V'V]if-;l/ [2-(2--:J- 

10 Si,^. : 234-239t: (^fil) 

IR(KBr)cm-':2364, 1 458, 1 446, 1 1 26 

No.73: I-[2-(2-^>V*[b]-5^;f7i>-5-'f';l/Ji h:^->)a:f-;W]-4-(4.^ h^->7i^ 
;p)tr^i; ->':^ . 

ife.ir : 127-129*0 

15 IR(KBr)cm':2930,2494,1514,1249 

No.74: l-(3-^ h ^ > V ^l^)-4-{2-[2-(2-'^- 7 ^ h ^ ;l' } tf^ v v 

iil.^C : 236-238.5*0 i^m) 
IR(KBr)ciii ' :2346, 1 603, 1 438 
20 No.75: l-{2-[2-(l,3--^ > W t^V- )U-5--{ h + vJJ:.^ ;U )-4-(3-^ h ^ v 

> ^P) fc' ^ 7 V > • - 
: 222.5-224'C 
IR(KBr)cin-':2520,2345, 1490, 1 250 

No.76: 2-[4-(1.3-^>Vv;i- + V-;l/-5--l';l/>«-?^;U)tr^^->V]a^^;l/ [2-(2-:^7 
25 ^;l/)jii^;i/] x-7^;u . riSi^Jg 

ife* : 241.5-245.5*0 

IR(KBr)cm':2362,l 500, 1 448, 1 266 

No.77: l-[2-(2-^ > y[b] 7 7 > -5- X h df^ -> )x ^ ;l']-4-(3- ^ h + v ^ > )U) kT 

• rjg®?:^ 
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el!,*; : 213-2201: 

IR(KBr)cm-':2432,1450,1262,l 128 

No.78: l-[2-(2-'^ y Vlb]^ 7 i V-S-'f )Vx. \ ^ v')jc^ ;i^]-3-(3- p< h + v 7 i ^ 
;i')-2,5-vb Kn-iH-l:n-;i/ . 
5 1$,^, : 123-124.5'C 

IR(KBr)cm-':2383,l 121,777 

No.79: 2-^>V'[b]-^:4-7i>-5-'r;l^i^;U (2-|4-[(2-^ f^;l/-1.3-^T ;U-4-'f 
;U)>f-;l/]t:^v->V)a:^;i/)i-x;i. • E^^:^ 
: 210.5-212'C 
10 IR(KBr)cm-':2983,2366, 1439,1 103,1051 

N0.8O: {4-[2-(2-^>^/[b]^^7i>-5-'f h^v)J^^;U]b:^7 ->V )(3,4-v; 

ss.ir : 190-191 r 

IR(KBr)cm ' :2557, 1 649, 1 229 
15 N0.8I: {4-[2-(2-^> V*[b]^5t-7i ^-S-'f ii'J- h ^v)JC-^;l.]k:°--<7 vV }(3,4,5- 

IR(KBr)cm-':2582, 1652, 1426,1 120 

No.82: l-{2-[2-(2--^7f-;U)Ji h ^ v]JC^;l/}-4.(3,4,5. }. ij ^ h + > vJl/) If 
20 ^7->'> • H:^^:^ 

Sfi-'S : 2i5-2i6.5t: {^m 

IR(KBr)cm' :243 1 , 1 459, 1426, 1 1 24 

No.83: 2-^ > ^/[b]^ :t 7 i >-5- ;U { 2-[4-(2-^ ;U > ^ E"'^ 7 vV ] 

25 Si * : 234-235"C 

K(KBr)cm':2979,2365.2345.1 118 

No.84: l-{2-[2-(l,3-^> V*v v-;P-5->l' h ^ v]j:^;i.}^-(4-^ h i^-> 
^ y V ;L') ^ 7 V > • ^igffiglg 
Si* : 241.5-242.5t: 
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IR(KBr)cm-':2366, 1518.1 490, 1 249 

No.85: l-[2-(2-'^>V[b]-7^>-5-'f ^l/Ji h^v)J^-?-;l']-4-(4-^ h ^ >■ v /I') 

m.^. : 240-242*C 
5 IR(KBr)cm-':2371, 1518,1470,1 129 

No.86: l-(4-p< h ^v'^^ v;PMM2-[2-(l--f7f-;U)i h ^ tf/^?^ 

16,^. : 247-247.5 1: 
IR(KBr)cm-' :2390, 1 5 1 8, 1 25 1 , 1 1 09 
10 No.87: I-[2-(2-^>y'[b]7 V ^-5-Y h -»j:^;i/]-4-(3,4.5- h U ^ h 

M,^. : 209-21 It: 

IR(KBr)cm-' :2944,25 1 7, 1 592, 1 467, 1 1 25 

No.88: l-[2-(2-^ > V*[b]f- :t 7 i y-5-4 Jl^J^h^ v)a:.-^;l/]^(4-^ h ^ V 7 i 
15 1^°^ -7 y > • ~±1^J^ 

* : 245-247r; 
IR(KBr)cm':2403,151 8.1 242,1038 

No.89: l-[2-(2-^>V[b]f^:t7i>'-5-'f ;UJ^h^v)j:.-^;l/]-4-(3-(4-^ h^^v^a^ 
^;i')7"nt:;u)t:^9v'> . HJ^^Jfe 

20 ii * : 238.5-240t: 

IR(KBr)cin-':2344,15 15. 1449,1246,1 1 14 

No.90: 2-^>V[b]f-*-7 ji>'-5--Y (2-(4-'l' V T'n tr;i/)J^^;U)J^-'r 

ife,^> : 196-198.5t: 
25 IR(KBr)cm-':3386,2423,2363.1444 

No.91: l-[2-(2-^ > V*[b]-^ t 7 i ^-S-'T Jl^J:. h ^ ;l']-4-(2,3,4- h V ^ h ^ 

WL,^. : 210.5-21213 
IR(KBr)cm':2382,1442,1420,l 102 
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No.92: ]-[2-{2-^>V[b]^ty l\^J^h^'y)J^'^)\^]-4-(3A-'y ^ b^v 

7 J. ;T- ^ fc: ^ v v > • 

it,*: : 227-230X: 

K(KBr)cni' :2370, 1517,1 260, 1 1 47 

5 ^ife^fl 7 

> V*[b]7^ >-5--f ^bi^;!/) -r;l'0.81g5rB^^J^f-;i'30mUI-;§fi|L. CK^^lW 
II -7 -r ;u^o.20g * Sn X. . Sfi-e2^FBm^l^i- o ^tU ^ liflSl L s ^ V y n /nV - 
;U75-<bS^§B^Bi-ttif. 2-(4-^>Xii K'; vV)a^-^;u (2---? > V[b] 7 7 > - 

10 S-'f ^U^f^^U) ^^--T^^U • 7-7;i/^:^(No.93)0.51g^#>2><, 
It*: 153- 154*0 

IR(KBr)cm' :2870, 1 638, 1 259, 1 1 1 4 

No.94: 2-^> ypjl-f-^^i ^-S-'T (2-|4-[(E)-3-'7 i — ;^-2-7°o^zl;^]- 

iij.-Siisot: 

No.95: N-[2-(2-'^ > V[b] -5^ :t 7 i > -5- ^1^ ^ h ^ -> ) -9^ ;l/]-N-( 1 > v )V'r Y 
V H Kn-iH-3-t:n ;i')-N-xf-;UT 5 > • 7 v;i/i^;^ 

20 ^M0IJ 8 

^Mi^J 5 (5) t L T# <b tt . 1 -[2-(2-'^ y*[b] f - :f 7 a: > -5- h ^ v ) 

•x.-?^;U]-3-{3-p« h^v7 j^::i;i/)tfn »; v>'0.51g^i^^-x^;H0mUCML, CO 

•^jstcv^'^miig^ipx., gia-e2Bt^wr*o ^mH^B^ii^-rnif, i-[2-(2 

-•^ ^ v*[b]-^ :t 7 i ^--s- ^ h ^ v)^^- ;U]-3-(3- h + v 7 i — ;u) t: n »; 
25 y • vi'i'^:^(No.96)0.40g=S:#'S>o 
it.ii : 130-133.5*C 
IR(KBr)cm-':2936,l 610,1 1 14,702 

No.97: 2-^>y*[b]^^7 JE. >-5-'f {2-[4-(5-7 > V*[d] V 



• 
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gt.iS : 179.3-181.3'C 
IR(KBr)cm-':1725.1615, 1 184,699 

No.98: V*[b] -? =7 > -5- 'i )V :x.^ }i' 1 2-[4-(5- 7 □ ^ > V*[d] ^ V^^-^ 

14,^. : 166.2- 168.3*0 
IR(KBr)cni-': 161 8,1 184,1 124,701 

No.99: 2-[4-(5- y)V-^Xl^> V[d] V :t ^ -^f V*- ;U-3- -i )V)\£^^) 'J ^ )V [2- 

(2--^-7f-;u)j^f-;i/] j^-x;!' • 

10 M * : 164-165"C 

IR(KBr)cm':3422,1618,l 186 

2-[2-{6-y )Vi!-u^y ^/[b]^ty ^ y-5--( h ^ ->B^^(No.5-35)0.8giJ X X/]- 

(4.j< h ^ v;i/)t:^v v>OZ:t£^i^l.05g?:N,N-v ^ ■?^;w^-J^;i/AT ^ K8 
15 mlH.^jfiL, v^i^;!/'; >^Tv K0.81mlijit>'h <; J:-^;1^T 5 >1.75ml*J!jn 

X.. m'&r'ismmmw-r^o jg:s?^'^t;(;7KiomiiJj:t/sm^^jnomi^jDx., 

•/ft^^£7)2-t2-(6--7;U:t n^>y'[b]-f-:t7i >-5-'l' h ^ v].l-[4-(4- 
20 ^ b^v^>v''^l')H°^VvV]-l-J^;5'y >(No.9-l)1.43g^#^o 

NMR(CDCl,)5'fi:2.0-2.6(4H,m),3.04(2H,t,J=6Hz),3.39(2H,s),3.3-4.0(6H,m)3.80(3 
H,s),4. 1 6(2H,s),6.7-7.8(8H,m) 

No.9-2: l-(4-^>Xtl K 'J v '>V )-2-[2-(l--:f- 7 b ^ ^ y > 

25 No.9-3: 2-(2-^>'V*[b]^:f 7 i>-7-'f;i'j:- h + -[4-(4-^ h ^ > v kf 

No.9-4: 2-[2-(2,3-vt Kn-1,4-^ > y->':j-^ -> >-6-^ h + vJ-l-[4-(4-y 

No.9-5: 2-{2-^>-/\b]'f-ty J^>-4-^ )l^J^h^'>yi-l4-{4-:^ b^v^>v;U)tr^ 
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7 vV]-i-j^^' y > 

No.9-6: 2-(2-^> V[b]f-:t 7 J. ^-e-'f b #v)-l-[4-(4-;' h + 
y 'J ^ y y 

No.9-7: 1 -[4-(4- ^ h ^ v > v ;U) tf ^ v v / ]-2-[2-(2- ^ ^l'- 1 ,3-^ > y T V- 

NMR(CDCl3)5'll:2.0-2.8(4H.m),2.96(3H,s),3.03(2H,t,J=6Hz).3.3-3.7(4H,m),3.34(2 
H.s).3.80(3H.s).3.7-3.9(2H,m),4.13(2H,s),6.7-7.0(2H,m),7.0-7.4(2H,m),7.6-7.9(2H, 
m),8.01(lH,brs) 

No.9-8: l-[4-(4-y h ^ -y;U)t:^7 >'V]-2-(-7 i ^-^^b:*- ^ / > 

10 NMR(CDC1,) d 1i:2.0-2.6(4H,in),2.89(2H,t,J=6Hz),3.2-3.9(6H,m),3.40(2H,s).3.77(3 
H,s),4. 1 0(2H,s),6.7-7.6(9H,m) 

No.9-9: 2-[2-(2,3-vli Kn-iH-5--< > t"*- b v]-l-[4-(4-y h ^ ->-^ > ->';U) 

NMR(CDCl3) 8 1 .7-2.5(6H,m),2.86{4H,t,J=7Hz),2.87(4H,t,J=7Hz),3.2-3.9(4H,m), 
15 3.41(2H,s),3.78(3H,s),4.12(2H,s),6.7-7.4(6H,m) 

No.9- 1 0: 2-[(2,4- v n □ 7 f - ^ -> ]- 1 -[4-(4- ^ h + v ^ > ;U) tf ^ 7 

No.9- 1 1 : 2-[(2,4- y )i' :t V y )U)t ^ ->]-1 -[4-(4- ^ h ^ v > y tf ^ v 

20 No.9-12: l-[4-(4-y b ^ > v tf ^7 vV ]-2-[2-(2-7 i ;i/-i,3--f-T V*— ;U- 

NNIR(CDa,)5fll:2.1-2.5(4H,m),3.12(2H,t,J=6Hz),3.2-3.7(4H.m),3.35(2H,s),3.79(3 
H,s),3.92(2H,t,J=6Hz),4.16(2H,s),6.83(2H,d.J=8Hz),7.05(lH,s),7.15(2H,d,J=8Hz),7. 
3-7.6(3H,m),7.8-8. 1 (2H,m) 
25 No.9-13: l-[4-(4-y h + v'^ > v ^7 vV ]-2-[(3,4,5- b V ^ h ^ y jr. :^ )U) 
t^^yy\-:x.^ y y 

No.9-14: 2-(2-^ > y[b]^ :t "7 i >-2-^ ;l/ J- h ^ v)-l-[4-(4-y h ^ > v tf 
NMR(CDCl3)5fi:2.0-2.7(4H,m),3.0-3.7(6H,in),3.45(2H,s),3.7-4.0(2H,m),3.80(3H, 
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s).4.19(2H,s),6.7-8.4(9H,m) 

No.9-15: 2-{2-^>^/\b]f-^y J^>-3-^ Jl^^h^iyy\-[4-(4-:< h ^'>^> -y 

NMR(CDa3)5M:2.0-2.7(4H,m),3.10(2H,t,J=6Hz),3.3-3.7(4H,m),3.37(2H.s).3.7-3.9 
5 (2H,m),3.80(3H,s),4. 1 8(2H,s),6.7-8. 1 (9H,m) 

9 (2) 

2-[2-(6- -7 ;U :t n ^ > y [b] f - :t 7 > -5- ^ Jl/) h + v ]- 1 -[4-(4- ^ h ^ > ^ > v ) 
V y H-i y > 1 .43g5r V J^f- > ^* 'j 3 - Jl/ v > i- f" 14mlllvg 
TKS^t*'^'^':'- b V '>A0.36g*j!3Px.7^^f^. i^L. y -fb* 
10 ;i.i-x;H|^1.55nil?r?iTi-^o .^^V^-e, MfiT-40#FBl4t1f LTtm. 6mol/Ll£^5. 
24mI«r?STL, 90-100'CT'40^PBmr4^-r MJSi T-iti|J L, i^lOmMiXU^n 
n:^;UAl5mlSrJPx., 5inoI/L7K^ft:h b V A7|C'^jjS[-epH13Ull^ L/^ffe, 

0:1-30:1) T-^ft^l-tLlf . yft:ycC01-|2-[2-(6-'7 > V[b]-f-^ "7 i ^'-S-'f ;U) 

oi h i> ]i ;i/ }.4-(4- y h ^ V --O v ;V) tf^ 7 >0.78g # o 
9 (3) 

1 - ( 2-[2-(6- 7 ^ n ^ > V[b]-f^ :t 7 i ^-S- 'f b ^ ->] jl-?^ }-4-(4- ^ b ^ v 

^„ y;i')e^7->'>'0.71g5rMif-;l'5mUI?§)SL. MJa-C. 2.28mol/L^iSiS'fk 

/k^— gt^j^f-;i'v§i[2.i8miS:Snx.'&o -^v^T-, j^:^ y -;i/3nii^jtjnx., gfi-ee 

B^^M-r-So #aiB^H^-ii$l1-n{f. l-{2-[2-(6--7;i/:tn^>V[b]f-^7i>-5- 
h^v]jc^;i/}-4-(4-y h ^ > v tf^ v v > • ~J^^Jfe(No. 100)0.73 

25 ife.'ir : 237.5-240'C 

IR(KBr)cm-' :2336, 1 5 1 5, 1 456, 1 248 
^Jfef^J 1 0 

^M^J9(2),(3)tl^#UL-C. 1 iJil^'^F 2 0fb'&t)^t#-So 
I^F 11 



wo 99/3 1 056 ° PCT/JP98/0561 0 

Ri-CH-(CH2j^04CH^R3 
R2 " 



No. R^ r2 m n R^ 




I|gF2l 



88 

WO 99/31056 PCT/JP98/05610' 

Ri-CH-{CH2j[^04CH^R3 
" 

No. r2 m n R^ 

OMe 



107 



108 



109 



110 



111 



112 



113 



114 



PH^y H 1 2 -N^nJO" 



s- 




MeO' 

OMe 



Or " ^ ^ -o^ 



OMe 



No.lOl: 2-(4-'^>Xt: K'; ;V-tf^7>'V)J^-5^;l/ [2-{Ui- y ^ )U)J.^ x-t- 

5 IR(KBr)cm':2361,221 1,1455,1 124,774,705 

No.102: l-[2-(2--^> V[b]f-:f 7 i >'-7-'r h ^v)J--f-;l']-4-(4-;^ b^v-O- 




89 

WO 99/31 056 PCT/JP98/0561 0 

16,^. : 233.1 -234.8*0 
IR(KBr)cm':242 1 , 1 5 1 6, 1 257, 1 028 

No.103: l-{2-[2-(2,3-vli Kn-i,4-^> Vvrt^ v >-6-'f h ^ v]J^-f-;UJ^. 

5 ife,ir : 216.5-218.5'C 

IR(KBr)cm- ' :2367 , 1 509, 1 256, 1 072 

No.104: l-[2-(2-^>y[b]f-:i-7i>'-t-'l';l/J^ h^->)if-;i/]-4-(4->f h^->^> 

;U) kf^ V V > • Zlil^i^ 
It,^. : 236.5-238t: 
10 IR(KBr)cm-':2375, 1517,1251.763 

No.105: l-[2-(2-'^>y*[b]-^:t7i ^-e-'f h^v)a^-?^;l']-4-(4-;< h^v^^- 

lt,ir : 235-236.5'C 
IR(KBr)cm ':2373,1614,1517,1251 
15 No.106: 5-(2-{2-[4-(4-> h ^ v'^^ v;b)k:'^-7 vV]j:. h ^ V }a:--f-;l/)-2-;< 

St,^. : 242.5-243.5t: 
IR(KBr)cm- ' :2367, 1 5 1 7, 1 255 

No.107: l-(4-^ h v;U)-4-[2-(7i:t--f-;l'^^v)J^^;l']t:^7 v> -Zllg 
20 l^iM. 

Wi!^. : 223-225 "C 

'\ KBr,cm ':2376,1517.1250.1034 

No.108: l-{2-t2-(2,3-v t Kn-iH-5-'1' >t'--'U)J:- h ^->]Xf-;U}-4-(4-^ h^v 
^ tl ^ 7 V > • ~i^M^ 

25 it.ir : 234-236t: 

IR(KBr)cm- ' :2370, 1 5 1 7, 1 250, 1 1 25 

No.109: l-{2-[(2,4->''^' nn-7jn.;t-f-;U):^-^>']i-^;l'}-4_(4-^ h + > v;l/)t: 
m.^. : 220-222t: (^f^) 



wo 99/31056 



PCT/JP98/05610 



IR(KBr)cm-' :2362, 1 5 1 4, 1 475 . 1 248 

No.llO: l-|2-[(2,4-V-7;l':^n-7 jn:T-.^;l'):t^->]^^;U}-4-(4-^ b^V^^v';!/) 

m.^. : 223-225.5*0 i^M) 
5 IR(KBr)cm-':2363.1614,1507,1251,1127 

No.lll: 4-(2-{2-[4-(4-^ h ^ > v ^U) tf h ^ > } a:-?- ;t-).2-7 j. — ;U 

-i,3-^Ty*-;u • ZLi^m^ 

it^ir: 230-231 r i»m) 
IR(KBr)cm' :2365, 1 5 1 6. 1 439, 1 254 
10 No.112: l-(4-;^ h ^ V'^^ v;U)-4-{2-[(3,4,5- h 'J ;< h ^ v -7 x ^^•^ JU)^}-^ ->]aL 
^ ;u } t: 9 V > • H^m^ 

: 219-220.5t: 
IR(KBr)cm-':2416,1588,1514,1245,1121 

No.113: l-[2-(2-^> V[b]f-:t-7i>-2-^ ^I'J^ h^v)-:i^'^;i/]-4-(4-;< > + V'^> 
15 V ;U) tf ^ 7 V > • ~ i^^:^ 
il!.if : 244.5-245.5t: {^M) 
IR(KBr)cm-' :2387, 1 5 1 8, 1 25 1 

No.114: l-[2-(2-^> V*[b]-f-^-7 i ^--S-^ h^->)J^^;l'3-4-(4-> h^V'^^' 

20 St,<^r : 230-230.5t: 

FR(KBr)cm' :2368, 1 5 1 6, 1 250 

1 1 (1) 

3-^> y[b]-^^ -7 i >-5-^ ;wi-7°n>'NV - ;l^0.3 g =Sr b J- > Imlii i V'50%(W/ 
V)7K^fb:^ b >; A7|CY#?ig:i.5inU;!f;^L. ^C0!S?g?g[tCl-(2-^' n n jnf-;l,)-4-(4- 
25 ^ b^v^>v;i')t:^^->'> •ria^J^0.75gi3J:t>'S£^7lc^T- h yn--f^)i^T> 
^- H7A0.05g$:]!rax., 6B^FPB^5lrjSL-t-5)o R/t^ri^tJ^TKlOmlis J; Z/g^®fj^f-;H0 



wo 99/31056 



PCT/JP98/05610 



0:1) X-mM-tiMi. •?ft^^<7)l-[2-(3-^> V[b]-?^:t 7i ^-S-'f ^l'-l-7'n.ie#v)Ji-^ 

nmM 1 1 (2) 

^if-;Wi§li^l.3ml$rj!JDx., ^ia-Cl0#rBmi¥1-'&o ^tbH^B^l^Mnt^. l-[2-(3- 
> y[b]-5^ :t -7 JL >-5-'l' ;i/-l-7°n ->)a:f- ;i/]-4-(4-;^ b ^ -> ^ > tf v 
v> • :iJ^^iS(No.ll5)0.40g^#-S>o 
10 Bi,^. : 230-234.5t: 

IR(KBr)cm' :2370, 1 5 1 6, 1 438, 1 252, 1 029 

mmm 1 2 

«^ii(i).(2)t|BlMutT, UG<r>it'^^^n^o 



wo 99/31056 PCT/JP98/05610 



Ri— CH-(CH2}-0-(CH2)-R^ 

R2 



No. 




R2 


m 


n 




116 




H 


1 


2 




117 


ccr 


H 


1 


2 




118 




H 


1 


2 




119 




H 


1 


2 




120 


N 


H 


1 


2 




121 


OCT 


H 


4 


2 


> — V Ph 
^ Ph 


122 


OCT 


H 


2 


2 


^ — V Ph 
— N N-< 
^ — ^ Ph 



No.116: I-(2-(2--^>y[b]-?-^7i>'-7-^;i/ih^v)a^-f-;b]-4-(3-> h^v^> 

5 a<>?. : 228.4-230.4*0 

IR(KBr)cm ':2424, 1 45 1 , 1 437, 1 270 

No.117: 6-(2-{2-[4-(4-^ h ^ > v ^l/) tf^7 vV]J^ b ^ v ) / U > • 

M.^. : 228-230t: 
10 IR(KBr)cm-':3406,2365, 1 61 2,1 5 1 6, 1 255 

No.118: \-(4-j( h4v^>v;l/)-4-{2-[2-(Vf ^jtri^lz-s-^f h :J|rV]jn^;U}t: 

m.<^. : 235.5-236.5r 
IR(KBr)cm ':2365,1 5 1 6, 1 256.756 
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No.119: l-(4-^ h v;i/)-4-(2H[4-(5-t: U ^ v;i/)-7i;f-f-;U]^^ ->}J:.•f- 

;^) t: V V > • =.^M^ 
m.^. : 245-247.5t: 
IR(KBr)cm' :2366, 1 6 1 3, 1 5 1 6. 1 252 
5 No.120: l-(4-^ v;l^)-4-(2Ml4K3-t°U V^U)7jt:t->-f-;l']5f4^v}J^^Jl') 

Ifi.iir : 245.5-248"C 

IR(KBr)cm' :2362, 1 6 1 4, 1 5 1 6. 1 266 

No.121: 2-(4-^>X}^ K 'J ^l' tf'^^ vV [5-(2-^'7-f-;l')'^>^;U] JL--r 

SS,^. : ise-s-iss-st: 

IR(KBr)cm' :3420,2934,2360, 1 456,706 

No.122: 2-(4-^>Xt: K 'J ^Hi^v vV [3-(2-■:^7f-;^)7'^ ;b] i--r 

15 Ife.ir : 186-188t: 

IR(KBr)cm-' : 342 1 ,2344, 1 456, 1 1 25,704 

mmm 1 3 

2-^ y V[b]f■P^ 7 i ^'-S-^ j:. y - ;H 1 .7 g $r h >60mli3 i t>'50%(W/ 
V)7K^^l:■:^ h V A7Kv§?J^60mH3,^v§L, ^(7)!f;?i?lStr4-{2-[(y ^;l'X;U.-^J^;l') 
20 + V] ;U }-i- hf 7 V > * >^tert-r-^ T- ;i'26.37gi3 .t a'it^TK 

^•r b vn-r'f-;l^T>^-'t7 A3.35g^jbnx.> 3B#FBmi?l1- -60 RS?!^^/^ h 
>120mli5J;0''7K200mlOig-&r#?j£tt'{C^AL, ^^^^^^1->&o tK^ 

-ejii>fc^?^f^. myi^R^ij AT'^-lti->5.oMJET{;?#S=^^*i-tL{±\4-[2-(^ 

j:. X T- ;l/ (No. 1 23)37.87 g ^ o 

mmm 1 4 

^iSMi3i:l^^t;LT, >k<Dit^m^n^o 

No.124: 4-|2-[2-(2--?--7f-;U)J^ b ^v]if-;l'}-l-br^7 ->'>'*;U5K>'^ tert-"/-?- 



15 



94 

WO 99/31 056 PCT/JP98/0561 0 

No.125: 4-[2-('^>y*[b]-?^:+7i ^-S-'f /l/J^ h ^ -> 1: ^ 

NMR(CDa,)5fi:0.7-1.9(6H.m),1.45(9H,s),2.3-2.8(3H,m),2.97(2H,tJ=7Hz),3.46(2 
5 H,tJ=6Hz),3.66(2H,t,J=7Hz),3.8-4.2(2H,ni),7.0-7.9(5H,m) 

^mmi 5 

4-[2-(-^ y V*[b]^:t y s. ^l' h ^ 1: ^ 7 V > * >^ teit- 

y f- jnx -r ;l'0.47g(1 1.86inol/L^^J^'fk7K^- ^J' y ;i'?^jS3.88ml ^ in X. 

jaT'iHMf^. *fm^B^it^-ttL(f, 2-(^>y[b]^*-7i>-5-'r;i')^f^;b (2- 

10 t:^7 vVa:--f-;i/) a:.-■7•;^ • ~J^^J^(No.l26)0.35g$rt#-2)o 
IR(KBr)cm-' :3448,27 14, 1 590, 1 1 25,703 

•m^m 1 6 



R^— CH-(cH2][j^O-(cH2|^R» 



No. R^ r2 m n R^ 



127 r T n H 



— N NH 
\ / 



No.127: 2-(2--^7f-;U)J:.-f-;l' (2- tf-^^ i/V o:.-^ Jn— -rJU 
IR(KBr)cm-' :3438,2398, 1 648, 1 428, 1 126 

No.128: 2-^>'y[b]'^^'7 >-5-^ ^l^J^f-JU [2-(4-t:^ ->';U)Ji-^;i/] J:--f;i' 
20 NMRCCDClj) 5 -fii:! .3-2.0(6H,m).2.4-3.0(3H,m),2.89(2H,t,J=7Hz).3.2-3.5(4H,m).3.6 
6(2H,t,J=7Hz),7.1-7.9(5H,m),9.40(lH,brs) 

^mmi 7 



wo 99/31056 PCT/JP98/0S6ld 

50g?rjDx.^o C:<7)rl^t>(-, >i?Tv K0.71mliJ io'h 

9)0.71g$:#-&o 
10 [a I 1 1 

R^CH-(cH2][j;o4cH2)Jj-r3 
R2 "* " 

No. Ri R2 m n r3 



130 



o 

DMe 



o 

H 1 2 -C'^V'^ 



132 <fX 



o 



133 



134 



135 



o 

OMe 



o 



[^I 21 



wo 99/31056 PCT/JP98/05610 

Rl-.CH-(CH^04CHjkR3 
_Rf [ 

No. r2 m n 



OMe 




No.130: i^-y :x. — )\^){A-{2-[2-{2-i-y^)V)x. Y )V\ 

:^ 9 y y 



5 No. 1 3 1 : ( 4-[2-(2-^ > V'[b] f" ^ 7 ^ > -5- h + v ) -^^ tf V vV ) (3.4- V 

;>< h +>'7i^;l/)> ^ y > 

NMR(CDClj)5flt:2.3-2.6(8Hm),2.60(2H,t,J=4Hz),3.00(2H,t,J=6Hz),3.58(2H,t,J=4H 
z).3.72(2H,t,J=6Hz),3.91(6H,s),6.8-7.9(8H,m) 

No.132: (4-[2-(2-^ y V[b]f-^ 7 x. >-5-^ h + tf^^ )(3--7 

10 :tn-7 y > 

NMR(CDC1,) 5 fil:2.0-4.2(16H,m),6.8-8.2(9H.m) 

No.133: {4-[2-(2-^ > y[b]^5}- "7 i y-S-i Y ->)a:^;l/} -J / 1(2,4- 
^ b ^v7i-;i/);< y > 

No.1 34:(3,4- V ^ h + v "7 x ;^)(4-{2-[2-(2-■:^ "7 f - J- h ;U ) tf^ 7 V 

No.l 35: (2,4- > > h ^ -> 7 x - ;l')(4-{2-[2-(2--f 7 ^ 71/)^:. h ^ i/joi-?^ ;i/ } tf ^ 7 v 



wo 99/31056 
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No.136: {4-[2-(2-'^>V[b]^:t7i>-5-^;l'-3^ h^v)^^-^;!/]!::-^^ vV )(4-ti K 
n ^ 1/ y =~ y > 

NMR(CDC1,) 8 ^:2.3-3.1(8H,m).3.4-3.9(8H,iii),6.7-8.1(9H,m) 

No.137: {4-[2-(2--^ > V[b]-?- 1 y j:. >-5-4 )l^J^ h ^ '>)J^^ ;U] tf^^ v y |(3,5- V 

5 ^ h^'yy 9 y y 

No.138: (4-p« h + V V i - ;U)(4-{2-[2-(2--:J- 7 h ^ ->]Jii-?^;U) ->V ) 

p< ^ y > 

NMR(CDCl,)(5ffi:2.3-3.6(4H,m),2.60(2H,t,J=6Hz),3.02(2H,t,J=6Hz),3.4-3.8(8H,m), 
3.85(3H,s).6.8-7.0(2H,m),7.1-7.5(5H.m),7.6-7.9(4H,Tn) 
10 No.139: {4-[2-(2-^>'V'[b]-?^:t7i>-5-'<^l'J^ h^v)J--?^;l']tf^7vV}(4->< h 

NMR(CDCl,)d fli:2.3-2.6(4H,m),2.59(2H,t,J=6Hz).2.99(2H,t,J=6Hz),3.4-3.8(8H,m), 
3.84(3H,s),6.8-7.0(2H,m),7.1-7.5(5H,m),7.6-7.9(2H,in) 

%mn 1 8 

15 {4-t2-(2-^ y V[b]f- :i- -7 i >-5- ;U J:. h ^ v)JC^ ;U] t: ^ ^ J }(4- h -> 

Hifei^iJ 5(6)t |p|^H LT. |4-[2-(2-^ > v'[b]^:t 7 ^ >-5 
}(4-y h ^ v "7 i^;U)y iJ' y > • i£^:^(No.l4 

St* : 159-160'C 
20 IR(KBr)cm':2426, 1635, 1247 

No.141: (4-y h^v-7i-;U)(4-{2-[2-(2--f 7'^;U)J^b^->]J^^;W}tr-^7->V) 

y ^ y > • tl^ia 
: 159-161 r 

25 IR(KBr)cin' :2424, 1 633 , 1460, 1 422, 1 249 

%im \ 9(1) 

1 4-[2-(2-^ y y[b] f - :t 7 > -5- ^ ;l/ b + V ) f - ;U] t: ^ 7 y } (3- > h ^ V 
7i:^;U)y ^'y >0.71g^-7" t Kn7 7>9mIU-^j^L, ^<7)?#?gtZ, TK^-fb 
»; ^A0.32gi3J:C;fH7 •y'^k;^'^^ • vJ^^;l'J^-7^;l'fg'f*:i.36ml$-*n 
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50:0-40:1) X'^U-tftl,£. yft;|^60l-[2-(2-'^>' V[b]f-:t "7 j:. ^-S-'f h + 
;i/]-4-(3- ^ h V ^ > V If ^ 7 >'0.49g ?r t# o 
1 9 (2) 

10 l-[2-(2-^>ytb]^^7i ^-S-'f Jl'J^ h ^>'):t.^;U]-4-(3-p« h ^ > v ^P) tf'^ 
7 V > , HJfe^O 3 (3) t [Hit* 11 L T , l-[2-(2-^ > V[b]^ ^ 7 x >-5- ;U h + v) 
a:.-^;U]-4-(3-^ h ^ > v ;l/)tf^ V v • ~:^^iS(No.l42)5rt#'&o 
^ * : 230-232'C 

IR(KBr)cm':2360,1457,1269,l 128,702 

15 nmm2o 




No.143: \-[2-i2-^yV[\i\f-^yjL.y.5-^ )V:t. h v)a^^;l/]-4-(2,4-v h 

5 IS * : 202-204'C 

IR(KBr)cm':2367,1616.1 128 

No.144: 2-'^>'V[b]^t 7 a. >-5--< j2-[4-(3-'7 v;!/)^"^^ 

It,^, : 238-243*0 
10 IR(KBr)cni-':2366,1447,l 127,702 



wo 99/31056 
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No.145: l-[2-(2-^>V[b]-f-5i--7ji>'-5-'f h^>)J^f-;U]-4-(3.4-->'p' h^v^ 

> v ;U) li' ^ V > • ~^m.^ 
m.^, : 247-249t: 
IR(KBr)cin':2362, 1269,1 160,1026 

5 No.146: l-[2-(2-^>'/[b]-5^:t7i ^-S-^^Iz-X h:^->)aif-;l/]^.(3.5-vy h + v-^ 

> V tf V V > • ZliS^JS 
11,^. : 203-204^: 
IR(KBr)cni' :2368. 1 599. 1 202, 1 1 52 

No.147: 2-[4-(3-'7;U:tn^> v;!/)!^"^^-^^]^-^-;!/ [2-(2--f Vf^;l/)Jt.-?^;i'] 
10 jn — . Zltg^:^ 
Sl,^. : 250.5-253.5t; 
IR(KBr)cm':2361, 1450,1 103,749 

No.148: l-(3,4-->V h ^ v;l/)-4-{2-[2-(2--f h + >']Ji^-^;V ) tf^ v 

15 Si.i; : 258.5-2601: 

IR(KBr)cni-':3383,2619,1621,1215 

No.149: l-(2,4->^^ b + > ->';l/)-4-{2-[2-(2--f 7 b ^ ->]Jif-;l'} t:^7 

si* : 1 86-1 87 1: 

20 IR(KBr)cm':2366,1269,l 100,1027 

mmm 2 1 

i> o 

No. 150: 4-({4-[2-(2-^ > V*[b]^ ^ "7 i >-5-'r JU^i^ b + v)j:-f-;l/] kf 7 vV } ^ ^ 
25 • -> -^^JS 

It,^. : 200-202.5t: (^ftl) 
IR(KBr)cin-':3396,2550,1616,l 179,1 116 

No.151: 4-(2-(2-^>V"[b]f-:t7i >-5--l';UJ^ h+->)j:-f-;l/]-i-(3-^ b+v^^ 
V Vf ^ V V > • -> i m.^ 



wo 99/31056 PCT/JP98/05610 

M.^. : 189.3-1 90.4 "C 
IR(KBr)cm': 1734,1470,1 1 14 

mmm 2 2 (1) 

2-(^>V'[b]-f-:t7j:.>-5--l'Jl/)^f-;l' (2-t:'^7 vV j:.-f-;U) - -r • ZUS^Jtl 
5 0.7gS:N.N-v^-?^;l''t:;L'^T 5 K7.0mlH-^fi|L, :i(7)vgfj^(i4£ft4-:? n n^> 

;i^o.34giiJ;z>'4ft7lcj^®e* 'J -^i^o.ssg^Jnx.. soVTi.smr^m^-t^c KBM^ 

jn^y-;i.=50:i) vft;|^;<^2-^ ^ y[b]^:t y x >-5--f JU^^ ^l' {2 

-[4-(4-^' nD^>->';i/)e^7 J:---^ ;W0.49g?:#So 

mmM2 2(2) 

2-^> V[b]-f-^-7i>'-5-'l' ^I'J^^;!' {2-[4-(4-^' nn^ >->';!/) t:-^^vV]i^ 
15 ;u} j]i-7^;u^, llife^J3(3)i:l5lM{;LT, 2-^ > y*[b]-^:t 7 ^ >-5-l' 

{2-[4-(4-i' nn^> v;i/)kr^7 vVjif-;!^} i--7^;i/ • z:i^^ia(No.i52)$r# 

o 

111 * : 236-238*0 
IR(KBr)cm':236I,l 127,704 

20 mmm 2 3 

mmmii 1 ),(2) tmrn^^Lx, m k <^<b^t/ ^ ^# ^ o 



# 



102 

wo 99/31056 pct/jp98/0s610 

r^-"Ch-(ch2)-o-(chz)-r3 

I ^ 'm n 

Rf 

No. R'' r2 m n 



153 



154 



155 



156 



158 



159 



Me 
OMe 



- OCT " ' ^ -C^Xr 



No.153: 2--^> V*[b]f-:^-7 i >-5-^ {2-[4-(4--7 ^W;^- n -n: > i;;U)t:^<9 

5 16,^. : ns-nst: 

IR(KBr)cm- ' :236 1 , 1 606, 1 5 1 4, 1 228 

No.154: 4-({4-[2-(2-^ > '/[h]^ty i >-5-^ ;U J:. h + ) j< f- 

M * : 242-244"C 
10 IR(KBr)cni':2364, 1446,1 127 
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No.155: \-[2-(2-^>^/\h]'J--tyjLy.5-'{)VJLh^i^)J^-^M-4-(2-M 

it.ir : 169-I72t: 
IR(KBr)cm' :236 1 , 1 436, 1 264, 1 1 22 
5 No.156: 2-'^>V[b]^:t7i>-5-^ {2-[4-(4-ji^)V^>i/)U)\d^'7i/ 

16 * : 246-248'C 
IR(KBr)cm':2359, 1444,1 126 

No.157: l-{4-A Y ^i^^y )iy)-4-{2-[2-(2-i-y "f- Ji^)^ h ^'>]J^-^ 

10 > • nmm^ 

: 235-236t: 
IR(KBr)cin':2374,1518.1268,1250 

No.158: 2-^>V[b]^ty :y^>-5-4 {2-[4-(4-^' n ^/^c> bf^^v v 

15 : 234-236*C 

IR(KBr)cm-':2366,1446,l 127,702 

No.159: 4-[2-(2-'^>V*[b]-5^:t'7i>'-5-'f ;WJ:->^v)j:-f-;l']-l-(4-^ b^V"^>' 

Sfi* : 138-139.2'C 
20 IR{KBr)cm-' :2930, 1 5 1 6, 1 252, 1 1 1 6,830 

(l)60%(W/W)7^c^^t:^ b y •>Ai.41g4-7" h 7 Kn7 7>40mlH!^?SL>Cl<7)S 
vSriSt; lorx- V )U 4^ X * y B^^ ;i'6.67mi ^i^jT L fz^^. lOV -r^AS^m^ 
#i-^o ->:v^-e. ^cos:^DfI-^t/^-5~lo'C-C2-:^7 hT;i'T'i^ K<7)x h^ii Kn 

25 7 V > -^jiJLlSinl ^rrST L lO'C-C30:^fBlM#1- -5. oSCDrS-^t/ i;*50mlfc J: 

SSfelSH^H(^(E)-3-(2--t-7f-;^)-2-^D^>^J.-^;P6.97g«rt#<5.o 
NMR(CDCl,)5fii:1.36(3H,t,J=7Hz),4.29(2H,q,J=7Hz),6.54(lH,d,J=16Hz),7.3-8.1(7 
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H.m) 

(2) (E)-3-(2-:f- -7 ^ )U).2--:fu^ > ^JL^ )U6A5g J- ;l^60ml L >5%(W 
/W)/N-7 v'^7^-^^0.62g^:iI^x.^ tK^SH^T. g?aT-5^P^^#-r^o -^XV^T'. 

NMR(CDClj) <5 ^i:1.22(3H,t,J=7Hz),2.70(2H,t,J=7Hz).3.I l(2H,t,J=7Hz),4.13(2H,q,J 
=7Hz).7.2-8.0(7H.m) 

(3) 3-(2--f7^;u)-/n/N->^j^^;uo.34gSr-r h 7 b Kn -7 7 >5mUCviiil ^ 

{f. vft4^C03-(2--:>-7-^;b)-l-7°ny'vV -;U0.24g(No.Sl-l)$-|#-5.o 
15 NMR(CDC1,) 8 .7-2.4(3H,ni),2.83(2H,t,J=7Hz),3.65(2H,t,J=7Hz).7.2-8.0(7H,m) 

No.S 1 -2: 3-^ > '/[b] 7 i > -5- 1 - •/ n / nV - ;U 

NMR(CDCl3)(5<i:1.4-2.1(3H.m),2.80(2H.t.J=7Hz),3.64(2H,t,J=7Hz),6.8-8.0(5H.m) 

##^?a2(i) 

20 3-(2--:h-7-?-;i/)7'D/\°>^ •^f-Ji'-i-X-f ;i^6.5g5:T- h 7 H Kn-7 7 ^aSmHl^lS 
L. -70'C-ei.OM<7)7K^'ft:v'f V7''^;l'T;l'< -•:7A- h ;1/J:.>^?g31.7nil5:20 

1^ ; n-^^'^y : g^^J:.-?^;V' = lO:l~5:l)T-ffiM1-^Xti", r4*fe<7)3-(2--f •7f•;^)-2- 
^^/^°•:^-;^3.57g^#-5) o 
IR(-- h)cni-':3053, 1724,8 17,747 
2 (2) 
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3-(2--f7^;i/)-2-yoyN'i--;i.5rfflV^-C, ##^J 1 (2), (3)t\s\m~L'C5-{2-i-y 
^ > ^ y - ;U(No.S2-l ) =Sr -5> o 

NMR(CDCl,)^'fi:0.7-2.0(7H,in),2.8G(2H,t,J=7Hz),3.63(2H.t,J=6Hz).6.8-8.0(7H.m) 
##^0 3(1) 

fz^k. -50t:-Cl.61M<^n-r-?^Jl''Jf-'^A-^^-<f >vt?eLl36ml5r7®TL, Mfi-CS 

o^FBiit^|2i-;So 'Xv^T\ js:ft:>zg'^!^t;-5or-e^>'v*[b]f-^7i>-5-*ii'**T 

10 — B^feM1--l.o Ri:L.rl'^tf^7[C1000mlj3iOfgt®?^^^1^1000ml<7)rS^?i54'UiiA 
L. ^mmi^m-r&o $<bli7K^^S^^i^JU200mlt:-WimL. 5tU:8^^L;t:^ 
^® i: ^:b-<i-TMBET o # iT-^^^lgife/ t^i^^-^^ Ji'SOOmii^ i 

C>'f§fa:^i^7K5OOinl?ri!)0x., ^m.mt:^ML. MtKM^-^ v ^ T'^jii" ^ , 

15 ^^"^y-n-^^-^y :@^^j:-f";l^=20:l) T-ffim-rttlf. yfttfeW-^^Vlb]^^ 
y jL>-5-'< )V-u^7- — )i' jf^)^ 7^;V'38.0g5:f#So 

NMR(CDCl,)5fi:3.48(1.5H,s),3.55(1.5H,s).5.15(0.5H,dJ=7Hz).5.67(0.5H,brs),5.82 
(0.5H,brs),5.94(0.5H,d,J=7Hz),6.8-7.3(2H,m),7.3-8.0(3H,m) 
3 (2) 

:o 2-'^> v*[b]^^7i>'-5--Y;i/-i-J^-r — T-;i'37.8g5:v;j-^-<i->'27 
oini-iJ J 'y/Ki90mi<^^g^?^ir>g?§t, ^ OiivSiSC Wi.95g?ri)n;i. 50^F^M?E 

##^J3(3) 

2-^>'y'[b]f-:t 7i ✓'-S-'f ;L'T-tr hT;UT'll K34.7g5r^ 9 J - )^>'^^5m\\Z\^M 
L, ::(7)rt?gU^X<^T. 7Km^t'-^•:7^:^ b U Ai.87gt:^3-#J»L.7KJ^T-Cl^ 
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5 :x.-y-)VmXJ^n-^^^><Dm.^W.X^^^B'tin.\i. 2-^ > V[h]^ t 7 > -5- 

mWi:n-^^'*ry :g^m^^ ^1^=5:1 -2:1) T'mSS1-tL!f, 2-^ > y^[h]^ t 7 ^ > - 
5.y( y -MNo.S3-l)9.5g=£:|#-5)o 

NMR(CDCl,)^^:2.93(lH,brs).3.00(2H,l,J=7Hz),3.85(2H.t,J=7Hz),7.0-7.5(3H.m).7. 
10 5-8.0(2H,in) 

^^M3{lh(2).(3)tmmiZ LT. mT«50'fb^t?^#'2.o 
NO.S3-2: 2-^ > V'[b]-^ t V :i. >-6-4 ;U-1-Ji ^ / - ;l/ 

NMR(CDC1,) 8 -fi: 1 .69(lH,brs),2.95(2H,t.J=6Hz),3.87(2H.t,J=6Hz),7. 1 -7.5(3H,m),7. 
6-7.9(2H,m) 

15 NO.S3-3: 2-^>V[b]'^ty :t.>.4-^ y 

NMRCCDClj) d fi:1.60(lH,brs),3.21(2H,t,J=7Hz),3.94(2H,brs),7.1-7.9(5H.in) 
NO.S3-4: 2-^ y V[b]f - ^ 7 j. >-7- 'f ;l'-l- / - ^1^ 

NMR(CDCl,)(5{£:1.52(lH,brs),3.16(2H,t,J=6Hz),4.02(2H,t,J=6Hz),7.0-8.0(5H,m) 
NO.S3-5: 2-^ > V'[b]-f - :t "7 i >-3- ;l'-l- ^ - 
20 NMRCCDClj) 5 'fi:1.90(lH,brs),3.1 l(2H,t,J=6Hz),3.95(2H,t,J=6Hz),7.0-7.6(2H,m),7. 
21(lH.s).7.6-8.0(2H,in) 

NO.S3-6: 2-^ > V*[b]-f-^ "7 >-2-^ ^l^-l-Jr. ^ / - ;i/ 

NMRCCDClj) d fil:2.03( lH,brs),3. 1 3{2H,t,J=6Hz).3.92(2H,t,J=6Hz),7.09( 1 H,s),7. 1 -7. 
5(2H,m).7.5-8.1(2H,m) 
25 NO.S3-7: 2-(6-7 U > V'[b]-9^:^- 7 i :^-5-'f ;U)-1-J^ / - 

NMR(CDClj)5^:1.45(lH,brs),3.03(2H,t,J=6Hz),3.8-4.1(2H,m),7.1-7.8(5H,m) 
NO.S3-8: 2-(l-■:^ Vf-;U)-1-J:.^y 
NO.S3-9: 2-(6-^ V 7 

NMR(CDC1,) S ^t:2.40( 1 H,brs),3.05(2H,t,J=6Hz),3.98(2H.t,J=6Hz),7.2-8.2(5H,m),8. 



• 
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80(lH,dd,J=4Hz.J=lHz) 

NO.S3-10: 2-(2-^ f-JU-l.S-'^^ Vf-T V-;i/-5--f y - ;u 

NMRCCDClj) 8 fll:2.80(3H,s),3.00(2H,t,J=6Hz),3.93(2H.t.J=6Hz).7.2( 1 H.m).7.6-7.9 
(2H,m) 

5 NO.S3-11: 2-i2,3-i^\^ y 

NMRCCDCIj) d flS: 1 .48( 1 H.s). 1 .8-2.3(2H,fn),2.7-3. 1 (6H,m).3.84(2H,t,J=6Hz),6.9-7.3 
(3H,m) 

NO.S3-12: 2-(2,3--yn Kn-i,4-'^> V*v^^ V >-6-^ ^U)-!-^^:? ^ -^l' 
NMR(CDaj)5^:2.04(lH,brs),2.75(2H,t,J=7Hz),3.80(2H,t,J=7Hz),4.23(4H,s).6.6-7. 
10 0(3H,in) 

NO.S3-13: 2-(l,3-^ > '/v ^ + V - )V-5--i 

NMR(CDC1,) 5 ffi: 1 .55( 1 H,brs),2.78(2H,t.J=7Hz),3.8 1 (2H,t.J=7Hz),5.92(2H,s),7.6-7. 
9(3H,m) 

NO.S3-14: 2-(l^'7 J^ — ^1^-3-^ y - )U 

15 NMR(CDC1,) S ti:I.52(lH,brs),2.94(2H,t,J=6Hz),3.92(2H,t,J=6Hz),7.1-7.8(9H,in) 
NO.S3-15: 2-[4-(3-tf 'J )l')y a. =. ^ / •- JU 

NMR(CDa,)^11:1.73(lH.brs),2.94(2H,t,J=6Hz).3.92(2H,t,J=6Hz),7.0-8.0(6H,m),8. 
56(lH,dd,J=5Hz,J=lHz).8.79(lH,d,J=IHz) 
NO.S3-16: 2-[4-(5- \^ 'J 5 i^ — )i')y^ ^ )U]-\.JL 9 J-)V 
20 NMR(CDC1,) 5 -fi: 1 .76( 1 H,t, J=7Hz),2.95(2H,t, J=7Hz),3 .93(2H,td, J=7Hz,J=7Hz),7.2- 
7.8(4H,m),8.91(2H,s),9.17(lH,s) 

NO.S3-17: 2-(2-7 — ;U-l,3-f-T V- )\'-A-^ ^ y - ;i/ 

i^^J^J 1 

2-[2-(4-^ X t K ;w ^ i>v b ^ > V[b]f- :t 7 ^ >-5- 

25 9 J-r^ • HifeiJJgll.Sg. g|5^T;l'7T'fbT'>7">97g(X^-^1500:H**7 3 
>). fL*tl88.5g(^'r^ h-X:^ i^U)i5j:t>'32^ y v :i.<7)|^HTM L/^X-r T 
>; > m V V A 3g =^ i^ii^t^i? jt*i^(VG-01 :/ ^° I- "y ) A L . 7- U - K 
E^^gceOOrpm. -^^a 7/^•-|11^3^3200rpm^I■Cl0^3•P^iS'&i-'2>o ^a-^^* «r 1 
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mmm 2 

5 2-[2-(4-^ > X t K'J ;H;^vvy)Ji h ^v]-l-(^>y[b]-f-^7x. y-S-'f ^U)-!-^ 
^'Z-;!/- -:^^m23gi3J:?/?tli66g(5'rU h-X:^ ^)^:rS'^ L> 16^ -y 

Og. *SH^H-b;un-xi20g(Ttr-t;P:mib^)i5J:y'^->^^-^67g?r?.^SnL, 5 

n-^"; -4T^^(HP-18:'Jffl^X)-CllSa»200mgH^^ 1 drr^LMSlJS:#'2>o 

mmm 4 

Sgj^ms fcIwi;|iHLT.2-(4-'^>Xii K'j ;ni°^7 vV)Ji^;i^(2-^>y[b]-7^ > 

15 mmm 5 

2-[2-(4--^ > X H K'J ;l/t:^7 vV)j:. b^->]-l-(-^>V[b]-f-^7i>-5-^ 
20 S^SiJ^nJ 6 

5 i: l^l^ic t T .2-(4-^ > X t F U t: 7 y )J^^)U{2-^ > V[b] -7 V > 
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1 . — 




m n 



R2 



Xi>X^^T)V^)i^m^ ; S/jI±r4, R 5i5J:t;f'enlb>6f^^i--?.a^J©^^^- 
2 . R 3 ,5^ 



T^> jiv^T^i'^;!/^^ ; ifziiR^. isxu^^flh^m^■r^mmm^t-' 
?r ^*-r ^ * V -^7 A JSJA^Jo 
25 5. — 



— N, 
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I ^ 'm n 




iv^T;u^;i-^^ ; ttzitR^. isxv^i^lhi)'^^^^r^^mw■.^t~ 
lit. ^X(0 (a) isitK (b) ^l^<o 
(a) R^HK 2 -'T ^U^-C^oT, r3;*J, kf^^ 1 --f Jl' 

15 (b) R^^^Ti^ l,3-^>'yv^^Vv>'-5-^;U*-C$)oT, r3^^ 

n »; V > - 1 - ^ ;u^-c-^ ^ ^i-^J 

6 . R 3 



T^) J;v^T;u4r;u^^ ; tfzltR^. R^ i5Xl>'^ithm^^■ti>mmf^.l■t-' 
25 8 . r^js?, m^(r>^mw.i-i)-hm^^^^-r^^m.mm!i^mmmm:mxth 
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5 li-^<Dm.o 
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[1 9 9 9¥5.^ 4 0 (04. 0 5. 9 9 ) HP^V^^SS : WK^lS0»S*<^«5ffl 1 - 9 
1. 

Ri— CH-(cH24-0-(-CH2)-R^ 
I V 'm n 




xi>x\^T}\^^)\^^i ; tT'wfiR'^, R Sisiif-et^ib^^is-a-r^M^iE^-ii- 
2. R^jO^ .i^^ 

Xi>ii\^^T)U^)i^mi ; SfcliR^, R SiJiy^-j-tLib^^^^-^-SM^m^-t- 
5. 
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113 



R^^CH-^CH2^0-(-CH2)— 




mL. 'A<D (a) ~ (d) ^^<o 

(a) r1^55^ 2 --f ;i^^-e*oT. r3;J5\ v>- 1 -^';|/ 

(b) r1»5&^ l,3-^>y*v:t^y9>-5-'f;V*/-:{±gJ^$tL-Cv>T^> 
J; vu , 3 > Vv :t ^ V y > - 2 - -f ;U^T'*o T> R ^ tf n 'j v > - 1 

fLx\^^x ^ i^^^ij )v:^.^^y )vmxmM^iifz\£^'} v ^ - 1 )vmx^^m^ 

X^t> $ti^T;i'^;v-x-x ;H§3f -f*: f fi o j^o 
6 . R 2 .^^T^ 



— N 



\ 



wo 99/31056 



PCT/JP98/05610 



xiiX\^^7)i'^)^^^ ; ttzitR"^^ isxz/^flh^!)m'^'t^m.mM.^t- 
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